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(57) Abstract 

Novel acridone compounds represented 
by general formula (I) or pharmacologically 
acceptable salts thereof efficacious in the 
prevention and treatment of diseases in which 
chemical transmitters (histamine, leukotriene, 
etc.) participate, typified by asthma, allergic 
rhinitis, atopic dermatitis, urticaria, hay fever, 
digestive tract allergy, food allergy, etc., 
wherein R 1 , R 2 , R 3 , R 4 , R 5 and R 6 are the 
same or di fferent and each represents 
hydrogen, hydroxy, halogeno, lower alkyl, 
cycloalkyl, lower alkoxy, etc.; Y represents 
-{CHiX-CBXn^CHjj-Z [wherein m is 0 or I; t 
and n represent each an integer of from 0 to 6; 

B represents lower alkylene, optionally substituted arylene, etc.; and Z represents cyano, optionally protected carboxy, acyl or -NR 7 R 8 
(wherein R 7 and R 8 are the same or different and each represents hydrogen, lower alkyl, lower alkoxy, hydroxyalkyl, etc.)]; and D 
represents oxygen or sulfur. 
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R\ R\ R\ R\ R s ^R 6 ^^ai-^f>ix5>TyT^=idri/5^li, 

R\ R\' R\ R\ R s RT3R 6 <Dl£mtZ&btiZ > Tis/l'7^=i*i/mkl-£. 

R\ R\ R\ R\ R s RUR t (7)JEmi^htlZ7i//l'T^ /g, StfR 7 

R\ R\ R\ R\ R s RUR*<Dmm\^htlZ>Ti/s\s7 $ 

s-jvmtpvTissisT 5 / 7/^jumtit. ±iEfia7M^s©vw>©^i 

R', R\ R\ R\ R s SU J R 6 ^>^{-^e>ix5Tv'/UT ^ /T/U^^/US 

R\ R\ R\ R\ R'StfR^JEHli^btliT^T^/T^si/US 
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$7i> B©£«i:*f,*i5t»S^tLTi>TfcJ:^7 
R 7 RTI R s tf> ^{C^. h tiZ> fi&££ W LT ^ T «£ v ]} —frT /ug t 

R\ R\ R\ R\ R\ R*\ R 7 RX?R s (Dj£m^*btl5m&mZGLT 
5fHg^a»e>fca«a>£«ffixfc'>fc< £ 1 ~4<B#/LTl^5, ^^fc 

h^^'y^S. t'U^yuS, t^-^/i'S, t°y^i/^/i.£ x t°y^-/ug x 

w>ku/us, -ry^yK'Mi. ^yj^s, ^y#yy/ui. 7?7^i, 
*y *i>-y ^g, t7f y ^/us, r^yf/n/ug, >r s^vt* 

y v^gSr^tf*- £#Tt5, BO£Ig(;:*fe*i5S&&£WLT^T 
R\ R\ R\ R\ R\ R\ R 7 %.tfR s <D7£m^btlZE.&m$:filX 
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R\ R\ R\ R\ R s &tfR 6 ^£^fCl^ft5ii&S£|rLXV>Xt>«fc^ 
R\ R\ R\ R\ R s &l5R 6 <7>£ai^^ix5g&g£*rLXi^X*>J:^ 

r T st>'R s co^«(^^ hti*> m&mz: *r tx v ^x t> «t v ^ v 

SKiJt^X. .^td7 'J-yUttt, iHE^fa7!J-/l'I^i©f^St5 0 
R\ R\ R\ R\ R\ R\ R 7 RVR*(DJEm^btlZW&mZGLX 

^x^c^xnTy-^T/u^iygti^ ±e^td7 y — ^s^ v _hfe{g 

R 1 , R\ R\ R\ R\ R 6 2WZ<D£|gf~^ix5ff&££:£LX^X'b 

R\ R\ R\ R\ R 5 S.U«R 6 ^)^l|{C^^ix5ffiift£^WLX^Xt)«t^ 

&m £ L X v X t> «t 1/ /w <^c >f 1 X ^ -5 <D & 5 s 

R\ R\ R\ R\ R s RU«R*0^||{;^^ix5Sm£5r^LX^Xt>«i:^ 
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R\ R\ R\ R\ R s RVR'<Dmmiz%.l > ixZ&&m&GLX^Xtl:^ 

y-^g, g&g£*rLX^Xt>£<^Ty-^7/U*/l-g x g&g£WLX<^X 

t «£ V b T y -/UT/i^/Ug, g&g£ *T LXV % X fci^TU 

t*S?rf LT^t J D <t v^f n 7 y g&g£WLXi^x*>«fc^ 

r y -/uT/u* /u#^r i^m. m&mzG lxi^x s> * t □ 7 y -^r ^*,i> 

**>-g. Iil$rtLT^Tt)J:^7y;P7^1, g&g£ *T LXl^X t> £ 
^Jy/UT^T^/H, g&g£*TLX^Xt>J;^;t7/i^<^,ug, g&g 

7 7 ; f'f^i > g&gSrW Lt^tfcJ:v^/U77 : ti'^7^/uMU ; v {SMI 
gSr*rLX^X*>«fc < % ■£tzm&m%:&LT^Tt£^*^#*~>T/U*,u&iz 
*^X. g&gtli, *g£g v *x^g, ^x/Ug, n-rnf/H, 

Hg£^LT^T^<fc^#^**>rt'g, TWUT^/g. ^/^a/>7^g, 
#/W<^,Ug x X/U^T^^^g, T?/*/U*^Ug s / 7/U* /Ug N 

^7 0711-/1/1, *^^>->T/^yUg x */U^>->7-^n^rv'g, ^dJ 
y-^T/U^/Ug, £fcfi^xn7 y-^T/U^dr^g^f:*^^: 

r " &t>* r 8 co^n \z h in 5 ummm r tv* ^gxg& $ nx i> x £ ^ 7 
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R\ R\ R\ R\ R\ R<&TJZ(DlEm^bthZ>{&nmZ&LT\,^X 

t«tv^/ujJ?*i/yu«tw*5^T» {fcSgirli, #Jx.tt\ ^f-^S, 

/l^dr/Pg^ 2, 2, 2 - 3 — KJt^A'Sfc b*<D^ n 

1 -T-fe h*v^n^£, 2-Tir h^ri/xf/ul, i - t's<xj 4 >vjr* is^f- 

i sl3>Vi£~)\s-**r i yt'5-f\,& s \ --7* 1- 
/u^-^r > TV )V*r* > * <b*tf>g&g £ W L TV *T t> «t V ^> V 4 >V 
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R\ R 2 , R\ R\ R\ R\ R'RVR'cDJtm^btiZ&m&ZGLX 

R\ R\ R\ R\ R^tfR^^ai^^S&tgS&^LTi^Tt «fc^ 
R\ R\ R\ R\ R*B.VR°<7)}Em^l>nZ>{%mm$:mLX^Xi>£\,^ 
R\ R\ R\ R\ R s &tfR 6 OT£fg(^6ix5{£tIg£WLT^Tt>«£^ 
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mm. WnM. UT'-t^m. yn.^|j ( igASfl, 4* 

-10 0 Omg, L< J20. 1 ~5 0 Omg, £ <bl-#£ L< (i 1-30 OmgT' 
*L<li^3~i 00 0/i g/kg-flcl|ir^5^5rS#i-5 0 

{i, aa^i, s^^k bbisk *fe?a, m&mjkm* m.m<tmt£¥ZM 

f-yK *£ B B B 1?^n-;*, ~mit^r^mt£ Wffl^?>JxS. 
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y^y&#A->?A x T**hy:^ "^^-WjrifasjBi^feix, rt^J^rL 

* , gigs mm-r z>ztfcvrsi£ii,x\,^zt><DTfotim ^-mx h <£ 

StSH^&SiJI^ *g#, ^<DfiO=J— r-f y^&. ^MCTig 

{t#k &«?i§Jib3k <f«<fc»i, etSHtaL ««F«/i^*asaipL, #b 

o^r^^/u-feyua-^., 77t'7^A ( h^^>K*, #vu#*s^ ^-yUrvu 

gizitrnt LTf±, &6£g£-7- h y y- ?wmsti- b y :x_ 
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Xg3 



C0 2 i 
E 



V 

H 2 N^^ 1*1 



CH 2 C0 2 H C0H CH 2 C0 2 H H0 2 CCH 2 O 

— jfx jt5 ppa *' ±h * so < . oil 

(a) 



E = CI. Br, I 



i) * ;V v Jt-gofcg Q'0 2 CQH 2 O 

ii) F G 



W /F. G = CI, Br. I, OS0 2 CH 3 . \ 

( a ) y OSOjCFj.OSOjPhMcy 



substiluents 





substituents 



Ig5 

(or substituents) 
Q"0 2 CCH 2 O 





substituents 



•OQ 



(q iwmm) 




O (or substituents) 
QfJlK Cr0 2 CCH 2 o 

O 





NH 2 NH 2 • H 2 0 



(or substituents) 
Q'0 2 CCH 2 o 
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(ISi) 

(ii2) 
(ii3) 
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(Ifl4&l>'5) 

i«3W9^^tfl:#ft (b) tl ^yx« (a!)( m ^ 

.^A-fSo HP*,, ft*ft (b) fc7*4~r* K*!l!>AfcfiK^ fMn* (c) 
£#3 = M % 0t-*fc©JBKMTfTfc*L5 o Mtt. ****** 

WU '> ^^^^H*. 7irh>, rhTtK^^ 

fc h!)7x^7^^ t 5^| :J;1 ftMBftE (c) Sr#5:^f 
£5» &S>iifcf<taDte (c) £ s -^Tkt K7i?>T»lt5ri:l:i9, atfj^ 

tLTtt, *9J-*, % y^t>^M^t,ti5 c 
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1316 
(or substituents) 
Q'0 2 CQH 2 O 



HNR 7 R 8 XH H 2 NR 8 




(or substituents) 
Q'0 2 CCH 2 O 
(R 7 ,R 8 = 7;u*>u&, 7'J-^&, 




HNR 



IH7 

(or substituents) 
Q'0 2 CCH 2 o 




0 U-CHO 

77*tA'i, AfD77MJl'S) 



ii) NaBH 4 



(or substituents) 
Q'0 2 CCH 2 0 




HI\U 



U 



die) 

XS 3 Lfc{fc£4to (b) & % liffi^fcli2i&T5:>;i:, W^T^f: 
(XS7) 

9 •7*'*J-A,&mtfbM 9 Rt£t±, 0~50t<7>i£gT'frfrft5 t 
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mmmm 

(1) y y V&&m&&&m.m*M&fc (RBL-2H3) 7^ it - 

i ) nm*& 

y y h*liaJ-A*i-5-fe^7>r>-e*)5RBL-2H3ilBiatt, I g E^l: 

y*-( ymzm£.L. mm-tz, *nm%T-t$, tu lt, #$g^ 

[ 5 h] yso\-zixtz.±u v-^x-mvk-tztm&f^i gEttft 

^xV^^&ffi^ix/:: [ 3 H] y^JU£titz±a h->Mt. *3gWl^5 

ii) nsmm 

^ 1 RXf£ 2 K&H^^-r, 
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«1 





RBL-2H3 fflf&fr <b ?)-t 
50^ ' 






1 

1 


3 


43 


2 


c 

D 


3 


A A 

44 


5 


8 


8 


45 


2 


9 


10 


46 


4 i 


11 


0.5 


47 


7 


12 


0.5 


48 


1 


13 


0.2 


50 


4 


1 A 

14 


10 


! 55 


10 


1 o 


10 


56 


7 


ZJ 


o 
O 


61 


1 


22 


3 


62 


i 
i 


23 


8 


63 


10 


24 


8 


64 


S 

mJ 


25 


6 


66 


5 


26 


10 


67 


1 
i 


27 


10 


69 


7 


28 


i 
i 


/u 


o 
o 


29 


g 


79 


Z 


in 
3U 


2 


75 


3 


1 1 
31 


i 


76 


4 


32 


i 


77 


1 


| 33 


2 


79 


7 


| 35 


3 


80 


11 


36 


2 


81 


10 


38 


2 


83 


5 


39 


1 


86 


3 


41 


3 


87 


2 


42 


2 


88 


2 
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|5j«) 0 

(2) t h^S^^ctl^Vx-^-^^j^ 
i ) 0Ht2r& 

-©ma <&*« K a) trMWilittafc^L. o. io /o _ 

BSA^D-PBS ( + ) fc#»$* fco ro^tWihfcW^ 
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^&3 7X;iZTSft%mfoLTZ>^tzZ(DMm®m®0. 4mUZ. 
Z>T?V K>*ft^fcSr^tf**0. 05ml Ztoz^ *$>*ifcfi£*«:3 7t 

i-i 5#mtkmLti 0 r<^)<t9iaT, ^^^gL^ 

ii) HK^m 



SE3 









o -i d h 'J x > 


l 


30 


30-100 


13 


10-30 


3-10 


28 


10 


3 


39 


10 


3 


101 




10-30 


135 




10-30 


141 


30-100 


3-10 


143 


30 


10 



(3) I g E ^±Zf^ — y mtl2 kDa<D?-<( ais^*i— \f t <D&&m.Wfcm 

i ) nm*& 
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t'^RBL-2H3Wh (t)^^fK«T^^f :> fc bWL I g E 
■7 (T AM) ««©^^KtS:ffifflLfc. 

Mb LT©NP-405:l%Mttft^M^T«Ii{|:LT^:»© 
lysatei, ^*>*<Ott*y^f lf-T»B*tt*U #6*Lfcg£-4fc&50,000 
rpmT-l «$ISJ3s«fr#HI LTf#fc±f» (*JBJlS<£>cytosol@i:9-£ LT) ^ftfLfc, 
«Ua«)lysate&rjtcytosolS:, ^3Rtf>*f«£ffil,\ 1 ng-£6K/ml»£i::WS 

Z<D£ ?{Z. LT|@M^iafelysatefc5^licytosol^(C^LT^5 v 72kDaO 

£1\ 150mM NaCl, lOmM KCK 20mM Tris(pH7.5h 0. 6mM MnCla, 0. 5mM EGTA, 
5mM NaF, ImM sodium pyrophosphate^^ 1 mM sodium orthovanadatert* ^ 
mmmnmZmmLtz a fct^T'. ££jftT*10 a g#4>lysatefc$l,>ficytosolf;:, 

Wtro^T^Kfc, 10#iM£*6J:5**t, ATPt, 50,iM£ft3 

«t 9 ^ttiU L > &bftfcfi^to&30 < CT15#|BH , >*3.'<- h Lfc, ^<7)&, 
I|)*>R£»TgL «ft£lO%T#n-*^-efcfc*»U 72 kDaO^nv^ 

B'»»»©y^BKkS:» &*^^>>y >&fcft#£ ffll/ ^ western blotting 
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ii) n$m& 

Z<D&%£<0^ it£V>) 101(2, I g E ls-tZ?*- y m<DTAMmt&k72 kDatf) 



4 









101 


lO^iM 


70% 



^lau, tah-y, =j h V^>t£k'(Dit¥Bm%>ne>i£ 

BI5r«)*J1-5o Sot, *3tm{£&mmz.ttLs I g E Hry^- V ^t72 kDa(D 

-^(DJ: p^ffl^-f^^ I g E — y $|£72 kDatf)*Yn;>> 
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m Tt £ tl 5 1> \ t T* tt * ^ r t It = 9 £ T* $> 4 ^ c 



3, 4 --^y 2 -3- KgcMlfc (J. Med. Chem. , Vol.34, p. p. 217- 

222. 1991) 20 g. /7^«0.9 g. y *A20 g. §B$500 

mg£, N, N-5/Vf**W$ K500 mlt'KSgSSaFir, #8rif:!ISfeer, 
H^T:i2B#p B ^il^Lfc ; mhrifzlHSVoZ. m&HT'ftML* ifc3£Jfi&&ffl 
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8 -lJ>Vif^^^^-,v- 3, 4-v/^/U-9 (10H) 7^ !) h'y 




CH 3 



*7a^vK77^-t^u mi\\Li$m i.8 g ^#fc 0 

1 H-NMR (400MHz, DMS0-d«) 6 : 

10. 31 (s, 1H) , 7. 92 (d. J=8, 1H) , 7. 82 (d, J=8, 1H) , 7. 55 (m, 1H) , 7. 06 (d, J=8. 1H) , 

6. 97 (d, J=8, 1 H) , 4. 1 3 (s. 2H) , 2. 45 (s, 3H) , 2. 40 (s, 3H) 
&tz. ^aa^yi^g/^^ 6 -*vU#* 3, 4 - >? 
^ 9 (10H) 7^K> 2.1 sZ'&tz 0 

' H-NMR (400MHz, DMSO-de) 6 : 

10. 43 (s, 1H) , 8. 10 (d, J=8, 1H) , 7. 99 (d, J=8, 1H) , 7. 81 (s, 1H) . 7. 1 1 (d, J=8, 1H) . 

6. 99 (d, J=8, 1H) , 3. 71 (s, 2H) , 2. 46 (s, 3H) , 2. 41 (s, 3H) 

mmm 3 

8-#/l/#f**>*f-/U-3, 4 - *J * f-fi,- 9 (10H) 7^!iK> n — -7 
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n-H^CrOgC^ 

CH 2 o 




A,- Z t 4-W?vU-9 (10H) 7HK> 5.1 gl 
mm±i/VJ»4.o g&U^fcn-^T^^.S 100 nl©S^*vu**,**.> 

'H-NMR (400MHz, CDC1 S ) 6 : 
8. 27 (s, 1H) , 7. 95 (d, J=8, 1H) , 7. 06 (t, J=8, 1H) , 6. 99 (d, J=8, 1H) , 
6. 85 (d, J=8, 1H) . 6. 75 (d, J=8, 1H) , 4. 30 (s, 2H) , 4. 25 (t, J=7, 2H) , 2. 35 (s. 3H) , 
2. 25 (s, 3H) , 1 . 74 (m, 2H) , 1. 60 (m, 2H) , 1. 40 (m, 6H) , 0. 89 (t, J=7, 3H) 

10- (3-^D^7Df/U) - 8 3, 4-v^^/u- 



n-H 15 C70 2 C v 




CH 2 Br 

S5itW3TS5!iiLfc8-^^dPv'^^^-3 > 4 9 (lOH) 
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-7 9 ]) K> n ^^-jU^^t-ju 4.0 gSr, h7t Kn7 7^200 ml 

MTi5£WJt#Lfc. **tfc % hy7^D^^*y»3-y 
n^T'DC/ux^r/u 3.6 g?rAp^ x #?>iifcg^$:Ifit* l mffi&W Ltz 0 

7 A* o-^ h^77^-f^U flHtEft^« 3.1 g£#fc 3 
1 H-NMR (400MHz, CDCls) 6 : 

8. 05 (d, J=8, 1H) , 7. 54 (m, 2H) . 7. 1 3 (d, J=8. 1H) , 7. 00 (m, 1H) , 4. 42 (t, J=7, 2H) , 
4. 22 (s, 2H) , 4. 10 (t, J=7, 2H) , 2. 94 (t, J=7, 2H) . 2. 46 (s, 3H) , 2. 40 (s, 3H) . 
1. 80 (m, 2H) , 1. 60 (m, 2H) , 1. 40 (m, 8H) , 0. 86 (t, J=7, 3H) 

F 3 C-S (O) s-OCHjCHsCHjB r 

1 -7*D/V — ^6.2 gitf!ji?>3.8 g«v?^nn^^> (100 
ml) S»J^ HtWTs OtCt, h >J -7/^*0* 9>XA'&^m7.8 ml&iD 

#$>*ifcft£fc*r, otfcTlo#M*#«L **Uw***i;t.fc. W&tB& 

*U «SBffc£*j 4.8 gZmtz z 
1 H-NMR (400MHz, CDC1 3 ) 6 : 
4. 71 (t, J=6, 2H) , 3. 51 (t, J=6, 2H) , 2. 36 (m, 2H) 

S--t)/l>iS*ti/t3-A — 3, (3-7^H? K7'nt : 

AO -9-7^!) n -A^f/n^r^ 
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3, 4-y^f^-9-7^n'> n-^f^x^f^ 1.2 g^7^;K? 
K#y?A 670 mg£, N, N-^^/^AT; K30 mldfiftfU ^b^Ac 

1 H-NMR (400MHz, CDC1 3 ) 6 : 
7.98(d, J=8, 1H),7. 76 (m, 2H),7. 68 (m, 2H),7. 48 (m, 2H) , 7. 05 (d, J=8. 1H) , 
6. 96 (m, 1H) . 4. 29 (t, J=7, 2H) , 4. 22 (s, 2H) , 4. 09 (t, J=7, 2H) , 3. 42 (t, J=7, 2H) , 
2. 49 (s, 3H) , 2. 43 (s, 3H) , 1. 60 (m, 4H) , 1. 40 (m, 8H) , 0. 84 (t, J=7, 3H) 

3, 4-^^f^-10- (5 - t Kndf v^^/U^^- 2 --fA^^-jU) - 
9 —T 9 y K> 
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CH 2 OH 



mmw4 bmrncDtmrnzj: <o s 3, 4-^3^-9 uoh) -thk 

>t 2 -r± t*~>/ 5 9^*)\>-fo->vi>r*^M-/V7y^frh. 
10- (5 -Tir h*ci/*?-/U7 7is- 2 -4 )Vfr)V) -3, 4 

**ffc-*-M *.Mc*«3 ■l«r*Pifc 0 »e>nfc»^«b«r, £fifcT12B*|H|ifli 

Eft ^-4*3 10 mg£#fc, 
l H-NMR(400MHz,CDCl 3 ) 6 : 
8. 29 (d, J=8. 1H) . 8. 18 (d, J=8, 1H) , 7. 50-7. 61 (m, 2H) , 7. 13-7. 21 (m. 2H) , 
5. 98 (d, J=4, 1H) . 5. 75 (d, J=4, 1H) , 5. 27 (s. 2H) . 4. 33 (m, 2H) , 2. 52 (s, 3H) , 
2.4l(s, 3H) 

mmms 

3 , 4 - is/ l 0 - ( 5 5 K^f/l/7 7> - 2 -/f;U^(f 

,U) - 9 y K> 
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O 




M«7.T|iaLfc3. 4-^f^-10- (S-tF^y^^^ 
*-2— f****) KV0.31 g, hy7x=W7^0.25 g< 

Xtf^/M" 5 K0.14 gOrFyt Kn 7 7> (5 ml) O^ldT^^ 
^Ty^/W1f^r^7-h 0.15 ml^D*, *bftfc&***UKT12H*mjt 

l H-NMR (400MHz, CDC1 3 ) 6 : 
8. 18 (d, J=8, 1 H) , 8. 09 (d, J=8. 1H) , 7. 85 (m, 2H) , 7. 78 (m, 2H) , 7. 44 (m, 2H) , 
7. 02-7. 12 (m, 2H) , 6. 08 (d. J=4, 1H) . 5. 65 (d, j=4, 1H) , 5. 23 (s. 2H) , 4. 60 (s. 2H) . 
2. 42(s,3H),2.40(s, 3H) 

10- O-yn^ntVU) -8- (l-***?**,^*,) - 3f 
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n-H 15 C70 2 C v / 




3, 4 — is* =3- As— 9 — T^]) n -^t/^Aol^tvI" 1.0 g£ 3— * 

>1.4 -/'^/ktWT; F20 nlfc:#»U &^T% ft btltz®m\z ^ 7k 

10- (3-7;/7Dt^) - 8 -13 >\>i£**y **f-H>- 3, A-i/tf-i^- 
9-T? V K> n -^^/l^^fvl' 
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10- (3-7;/7 , ni:» - 8 is* ^,u- 3 , 4 -v^fvU- 




10- (3-7?/7'd tf/U) - 8 _^ /U ^>- >pl ^^_ 3j 4 _^ pt ^ u _ 
9 -T9 V K> n ^/UMf^lO rag^TK^k* V -7A200 mg<7>10%£ 

10- (3 ^^7>/7'atVU) -8-#/L-tf;>^p<^/l— 3 , 4-^ 

fvu- 9 - T^ U K> 



44 



WO 97/12872 



PCT/JP96/02880 




10- tVU) -8-#^/tf=*->pt^/U-3, 4 _^^^ yU _ 

]) K>120 mgt-^XT/I^fc K30 mgO^^/-/U^20 ml£, 

i Biggie &btitzm-&®&mu-£x~ftmLtz'&. ziu^mit*'} 

3, 4-i?^^-10- [3- (4 h*v~<:/v>^T $ 7 ) 7ot ! 'l/] - 
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O 




10- O-yu^ntVu) -3, 4-v^5vP- 9 - T *y K^500 mgk 
4-* h + ^360 ■tfB^y-yUjffiftSO }f#TKl. 5B#RSJ 

1 0- (3-7?yynt';>) -3, 4 - v?* ^yu- 9 -=f-irT V V K> 

10- (3-7^/^Dt>) - 3 , y K>800 mgkttit 



WO 97/12872 



PCT/JP96/02880 



««5T»S>Jxfcl 0- (3-7^7'DtVu) -3, 4-i^?vl— 9- 
M1&M6 

9tieM8?mm2tnt3, 4-^^-10- ( 5 - 7 ^u7^7 

HJfc0iJ 8 

7*- 3, (3-N-pt^/U-O 
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V-MO mg£ x 30 ml©f h7t Ko7 7y|«U # <b*L7t*§$£, 
2«Fffla»Lfc. *©«ttti, 28%7V^T*2 d^M, #f>ixfc 

H&0J9 

-fu tW) - 9 —TV V K> 
£ft<W8-CWe>*i;fc 8-7?/ =J-)\,- 3 , 4 -i/t^Jlr- 10- 

(N-^^U^^T? /t/d tVl^) K>72 mg<bf yt?>80 ml 

20 ml ©fF7tKD7 7>'l:^U &<^T\ ^bHfe^l^, h y 

70 mlSriDifc. #bix/c^4a&g&T30#Pr3M#flL 
*;h,fc*&anx.fco nbtitzU£Vs* y »K^^^"C»ffi L^„ tfHMI &*tfeu 

»aE«r*>y*y^*9A^ o-r F7*7 7^--c^®!U t£E{fc£^ 38 mgZ'&tz, 

nffipy i o 

KSftOTftiBLfcl 0- (3-7*D^7'Df;l,) -8- ( 1 -#/U?Jt>v^ 
4 ft I* 2 <t ^«W^&T4£LSi-5 CL t Iw «fc 9 . ^31(Z|EitWfb^?r^ Lfc 3 
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mmmi 1 

mmw 9 x-mm Ltz 1 o - o-yn^ntvu) -8- a-*^*^ 
mt&m i 2 

8- ( 1 -13>V$*^- 1 -pt^vWoc^vl,) -3, 4 - ?VU- 1 0 - (3- 
N-^;^y^l/7? y^ntVP) -9-7^K> n .^yUm^^u 

^^^4 ^l^w^feKJ: «9 % 8- ( 1 -^7/i^^>^^/u) - 3f 
^^-10- (3-N-^f;^yi//U7? /7°ntVu) -9-7^!JKy 
n — y^^X^sUZm&LtZa Z\<DT9VY> 1.3g£, 1. 5^M<7> V ^ <? A 

fc^T% #6^^$:, -40 KtX30ftffimWLtz o *(Dmm^ B-V*9 
>2 ml^rin^i. '&bhtzm.&®$:. -40 , G(CT30^^Lfc o ^ixfe&^jfc 

<^ mnmtT^~vj**.mmzm7L. mb^tzu^m^. ^m^^xmta 

mt£1t£Vo 1.2g^: 5 ^Oft^^^«it^t 1 H-NMR^a'J^^?r, 3133 
1 3 

3Ui£0y 1 2XftZ>tltz8- (1 -*^^'^r>- 1 - 3> 4 _ 

'^^-10- ( 3 - N - > f ;i/^y ->'/i/7 ^ y 7°n t'/y) _ 9 _ T ^y K> 
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^5 



its® 


*H-NMR (400MHz) 8 


1 




DMSO-d6 

7.82 (d, J = 8, 1H), 7.74 (d, J = 8, 1H), 7.59 (t, J = 8, 1H), 7.08-7.26 
(m, 6H), 7.02 (d, J = 8, 1H), 439 (t. J = 7, 2H), 4.10 (s. 2H), 3.37 
(s, 2H), 2.41 (s, 3H). 2.35 (s f 3H), 2.09 (m 2H) 1 35 (m im 


2 w — o 


DMSO-d6 

8.03 (d, J = 2, 1H). 7.95 (d, J = 8, 1H), 7.77 (d. J = 9, 1H), 7.61 (dd 
J = 2. 9, 1H), 7.04-7.24 (m, 7H), 4.43 (m, 2H). 3.66 (s. 2H). 3.29 (s. 
2H), 2.47 (s, 3H), 2.36 (s, 3H), 1.97 (m, 2H), 1.32 (m. 2H) 


0 


DMSO-d6 

8.05 (d, J = 8, 1H), 7.94 (d, J = 8, 1H), 7.71 (s. 1H), 7.04-7.24 (m, 
7H), 4.41 (m, 2H). 3.72 (s, 2H), 3.32 (s. 2H), 2.40 (s. 3H), 2.33 (s. 
3H), 2.00 (m, 2H). 1.45 (m, 2H) 


COJ 

4 




DMSO-d6 

7.80 (d, J = 8. 1H), 7.50-7.56 (m. 2H), 7.04-7.24 (m, 6H), 6.87 (dd. 
J = 2. 7, 1H). 4.36 (m. 2H), 3.26 (s. 2H). 2.41 (s. 3H), 2.35 (s, 3H). 
1.98 (m, 2H). 1.32 (m. 2H) 




DMSO-d6 

7.85 (d, J = 8. 1H). 7.66 (d, J = 8, 1H). 7.52-7.56 (m, 1H). 
7.18-7.23 (m. 2H). 7.10-7.18 (m. 2H). 7.02-7.07 (m. 3H), 4.36 (t, J = 
7, 2H), 3.38 (t, J = 8. 2H), 3, 26 (s. 2H). 2.46-2.52 (m, 2H). 2.40 (s. 
2H), 2.35 (s, 2H). 1.98 (t, J = 5, 2H). 1.30-133 (m, 2H) 




DMSO-d6 

8.01 (d, J = 8. 1H). 7.92 (d, J = 8. 1H). 7.63 (s, 1H). 7.09-7.25 (m, 
7H). 4.37-4.42 (m. 2H). 3.38 (s. 2H), 2.93 (t, J = 7. 2H). 2.41 (s, 
3H). 2.35 (s, 3H), 2.38-2.43 (m. 2H). 2.10-2.14 (m, 2H). 1.33-1.38 
(m, 2H) 


7 




DMSO-d6 

8.07 (d, J = 8. 1H). 7.95 (d, J = 8, 1H), 7.69 (d, J = 8, 1H), 
7.25-7.34 (m. 6H). 7.21 (d, J = 8. 1H), 4.43 (t. J = 7, 2H), 3.77 (s. 
2H). 3.34 (m, 1H), 2.61 (d. J = 7. 2H), 2.42 (s, 3H), 2.38 (s. 3H), 

2 39 (m 1W\ 1 44 (m 9H\ 1 97 (A ¥ — 1 




DMSO-d6 

7.84 (d. J = 8. 1H). 7.66 (d. J = 8. 1H), 7.62 (t, J = 8, 1H), 7.16-7.36 
(m. 7H), 4.70 (m. 1H). 4.40 (m, 1H) . 4.23 (m. 1H). 3.69 (s. 2H), 
2.62 (d, J = 6. 16. 1H). 2.50 (d, J = 6. 16. 1H)2.62 (m. 2H). 2.43 (s. 
3H). 2.38 (s. 3H). 1.46-1.66 (m. 2H). 1.28 (d. J = 8. 3H) 
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*6 



ft** 


^-NMR (400MHz ) S 


HOW 0 


DMSO-d6 

7.79 (d. J = 8, 1H), 7.53-7.62 (m, 2H). 7 45 fs 1H> 7 29 fm 2H^ 
7.16 (d. J = 8. 1H). 7.10 (d, J = 8. 1H). 4.68 (m, 1H), 4.37 (m, 1H), 
4.29 (m. 1H), 3.42 (s, 2H), 2.38-2.55 (m. 2H). 2.36 (s, 3H). 2.29 
(s, 3H), 2.08 (m, 2H), 1.38 (m, 2H), 1.24 (d, J = 7, 3H) 


o 

1 a T 


DMSO-d6 

8.00 (d, J = 8, 1H). 7.89 (d, J = 8, 1H). 7.58 (s. 1H), 7.40 (d J = 2 
1H). 7.25 (dd. J = 2, 8. 1H), 7.18 (d, J = 8, 1H), 7.08-7.12, m. 2H). 
4.42 (m, 2H), 3.34 (m. 2H), 3.25 (s, 2H). 2.37 (m. 1H). 2.36 (s. 
3H), 2.27 (s. 3H), 1.91 (m, 2H), 1.33 (m. 2H), 1.24 (d, J = 7, 3H) 




CDCI 3 

7.94 (d. J = 8. 1H). 7.48-7.54 (m. 2H), 7.45 (d, J = 8, 1H), 7.32 (d. 
J = 8. 1H). 7.15-7.26 (m. 2H), 7.03-7.06 (m, 2H). 6.57 (s, 1H). 
4.36 (t. J = 7, 2H). 4.02 (s, 2H). 3.72 (s. 2H), 2.39 (s. 3H). 2.35 (s. 
3H). 2.24 (t. J = 7. 2H), 1 .59-1 .65 (m, 2H) 


ft 


CDCI3 

8.04-8.14 (m, 1H), 7.52-7.66 (m, 3H) 7 12-7 26 (m 2H\ fi 7f) 6 
(m, 1H). 6.02-6.10 (m, 1H), 4.38^.50 (m. 2H), 4.08 (s, 2H). 3.50 
(s, 2H). 2.46 (s, 3H), 2.43 (s. 3H). 2.18-2.28 (m. 2H). 
1.48-1.60 (m.2H) 


s ° 

13 *^>° 


CDC1 3 

8.09 (d. J = 8. 1H). 735-7.63 (m, 2H). 7.29 (d. J = 2. 1H). 7.22 
(dd, J = 1, 7. 1H), 7.18 (d. J = 8. 1H). 7.14 (dd, J = 2, 8. 1H). 7.04 
(d. J = 8, 1H), 4.45 (t. J = 7, 2H), 4.1 1 (s, 2H), 3.49 (s, 2H). 2.45 
(s. 3H). 2.41 (s. 3H). 2.09 (t, J = 6. 2H). 1.50-1.60 (m. 2H) 
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*7 





*H-NMR (400MHz ) S 


HO.C-. o 

14 


DMSCM6 

7.79 (d, J = 8, 1H). 7.68 (d, J = 8. 1H), 7.54 (dd. J = 8, 7. 1H) 7 13 
(d, J = 8, 1H). 6.97 (d. J = 7, 1H). 4.30 (m. 2H). 4.05 (s. 2H), 239 (s 
3H). 2.35 (s, 3H). 2.16 (m, 2H), 1.27 (m. 2H) 


o 

15 ^ 


DMSO-d6 

7.99 (d. J = 8. 1H). 7.92 (d, J = 7. 1H). 7.70 (m, 1H). 7.16 (d. J = 8. 
1H), 7.08 (d, J = 8, 1H), 4.32 (m, 2H), 3.48 (s, 2H), 2.38 (m, 2H), 
2.31 (s. 3H), 2.25 (s, 3H). 1.35 (m, 2H) 


K H 7 N 


DMSOd6 

7.82 (d. J = 8, 1H). 7.58-7.64 (m, 1H), 7.46-7.54 ( m . 1H), 7.13 (d. J = 
8, 1H). 6.96-7.04 (m, 1H). 4.24-4.35 (m, 2H), 3.55-3.72 (m. 2H). 
3.30-3.40 (m. 2H). 2.20-2.40 (m, 2H). 2.37 (s, 3H). 2.33 (s, 3H). 
1.30-1.40 (m, 2H) 


O 

J / 


DMSO-d6 

8.04 (d. J = 8, 1H). 7.97 (d. J = 8, 1H). 7.67 (s. 1H). 7.21 (d, J = 8. 
1H), 7.11 (d, J = 8, 1H), 4.34-4.41 (m, 2H), 2.90-3.00 (m. 2H) 2 35- 
2.45 (m, 2H). 2.46 (s, 3H), 2.41 ($, 3H), 2.25-2.35 (m, 2H), 1.30-1.40 
(m. 2H) 


r 

18 "» M 


DMSO-d6 

7.84 (d. J = 8. 1H), 7.54-7.60 (m, 2H). 7.15-7.17 (m, 2H), 4.61 (m 
1H), 4.36 (m, 1H). 4.24 (m, 1H), 2.41 (s, 3H). 2.38 (s, 3H). 2.12-2.38 

I'm AT-I^ 1 70 1 1A /*r» 7tl\ 1 01 t 1 <iit\ 

l m » w/« (m, zH)» 1.22 (d, J = 7, 3H) 


1 Q njni 


CD3OD 

8.16 (s. 1H), 8.03 (d. J = 8, 1H), 7.70 (m, 2H), 7.20 (d, J = 8, 1H) 
4.48 (m, 2H), 3.60 (s. 2H), 2.50 (s, 3H). 2.45 (s. 3H). 2.33 <m, 2H), 
J.OZ (m, ZH) 


HO,C 0 

TO 

20 H,N 


DjO 

7.95 (d. J = 8, 1H). 7.76 (t. J = 7, 1H), 7.70 (dd. J = 1, 7, 1H). 7.28 (d 
J = 8, 1H). 7.15 (dd. J = 1,7, 1H). 4.49 (m, 2H). 2.22 (m. 2H), 2.40 
(s. 3H), 2.39 (s, 3H). 1.50 (m, 2H) 
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Ic8 



KG® 


*H-NMR (400MHz) * 


l\ 


CDCI3 

8.05 (d, J = 8, 1H), 7.52-7 .54 (m, 2H). 7.18-7.28 (m. 3H), 7.07-7.12 
(m, 3H), 6.98 (dd, J = 3, 5, 1H). 4.36 (t, J = 7. 2H), 4.22 (s. 2H), 4.19 
(q, J = 7, 2H), 3.41 (s, 2H). 2.43 (s, 3H). 2.37 (s. 3H), 2.17 (t, J = 7, j 
in), i ah (m, Hi), 1.25 it, J = 7, 3H) : 


22 


CDCI3 

8.06 (d, J = 8. 1H). 7.44-7.50 (m, 2H). 7.21-7.28 (m, 3H), 
7.09-7.14 (m, 3H), 7.01 (dd. J = 2. 6, 1H). 4.34 (t. J = 7. 2H). 3.66 (s. 
3H), 3.58 (t, J = 8, 2H). 3.41 (s, 2H), 2.78 (t. J = 8, 2H), 2.43 (s. 3H), 
2.38 (s. 3H), 2.16 (t, J = 7. 2H), 1.40-1.50 (m, 2H) 
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^9 



its® 


'h-NMR (400MHz) « 


NaOOC-, 0 

23 H U " 


DMSO-d6 

7.79 (d. J = 8. 1H). 7.59 (d, J = 8, 1H), 7.49 (t, J = 8, 1H). 7.10 (d. 
J - 8, 1H), 6.94 (d, J = 7. 1H). 6.73 (d, J = 8. 1H), 6.56 (d, J = 8. 
1H), 4.28 (m. 2H). 4.00 (s, 2H), 3.49 (s. 2H), 2.39 (s. 3H), 2.34 (s, 
3H), 2.13 (m. 2H). 1.33 (m. 2H) 


NaOOC-j 0 

It 

nir 

24 


DMSO-d6 

7.79 (d, J = 8, 1H), 7.61 (d. J = 8. 1H), 7.50 (t, J = 8. 1H). 7.09 (d, 
J = 8. 1H). 6.94 (d, J = 7, 1H), 6.82 (d, J = 8, 1H). 5.91 (d, J = 8, 
1H), 4.33 (m, 2H). 4.03 (s. 2H), 3.14 (s, 2H), 2.38 (s. 3H), 2.32 
(s, 3H), 1.99 (m, 2H). 1.29 (m. 2H) 


NaOOC— | 0 

hr 

25 


DMSO-d6 

7.78 (d, J = 8. 1H), 7.59 (d, J = 8. 1H), 7.49 (t, J = 8. 1H). 7.08 
(d. J = 8, 1H). 6.94 (d. J = 7, 1H), 6.85 (d. J = 8, 1H), 5.83 (d, J = 
8. 1H). 4.34 (t. J = 6. 2H), 4.02 (s, 2H), 3.00 (s. 2H), 2.38 (s. 3H), 
2.33 (s, 3H). 1.78 (t, J = 6. 2H), 1.64 (s, 3H), 1.35 (m, 2H) 


26 WX 


CD3OD , 

7.95 (d. J = 8. 1H). 7.63 (d, J = 8, 1H). 7.56 (t. J = 7, 1H). 7.12 
(d, J = 8, 1H), 7.06 (d, J = 7. 1H), 6.87 (d, J = 8. 2H), 4.41 (t. J = 
6, 2H), 4.20 (s, 2H). 3.29 (s, 2H). 2.46 (s. 3H). 2.39 (s. 3H). 2.23 
(s. 3H). 2.10 (s, 3H), 2.06 (t, J = 7, 2H), 1.54 (m, 2H) 


NaOOC-, p 


CD3OD 

7.95 (d, J = 8, 1H), 732-7.60 (m. 2H). 7.10 (d. J = 8. 1H), 7.05 
(d. J = 7, 1H), 6.88 (d. J = 8. 2H). 4.37 (t. J = 7. 2H). 4.18 (s. 2H), 
3.34 (s, 2H), 3.04 (s. 2H), 2.43 (s. 3H), 2.37 (s, 3H). 2.25 (s, 3H). 
2.13 (s, 3H). 1.86 (t. J = 6. 2H), 1.77 (s. 2H). 1.46 (t, J = 6. 2H) 
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mi o 





'h-NMR (400MHz) 5 


NaOOOi 0 

28 


DMSO-d6 

7.77 (d, J = 8. 1H). 7.55 (d, J = 8, 1H), 7.47 (t, J = 7, 1H), 7.29 
(d. J = 8, 1H). 7.11 (d. J = 8. 1H), 7.07 (d, J = 8, 1H). 6.92 (m, 
1H), 4.32 (m, 2H), 3.98 (m, 2H), 3.63 (s, 3H), 3.15 (s, 2H), 2.38 
(s, 3H), 2.31 (s. 3H), 1.98 (m, 2H), 1.32 (m, 2H) 


N>0OC-l 0 

29 


DMSO-d6 

7.96 (d, J = 8, 1H), 7.87 (s. 1H), 7.75 (dd, J = 3, 8, 2H), 7.53 (d, 
J = 8, 1H), 7.44 (t, J = 8, 1H), 7.02 (d, J = 8, 1H), 6.91 (d. J = 7, 
1H), 4.34 (m, 2H), 3.94 (s, 2H), 3.52 (s, 2H). 2.38 (s, 3H), 2.27 
(s. 3H), 2.01 (m, 2H), 1.34 (m. 2H) 


Us 

30 H 


DMSO-d6 

7.79 (d, J = 8, 1H), 7.54 (d, J = 8. 1H). 7.45 (m. 1H), 7.08 (d. J = 
8, 1H), 6.94 (m, 2H), 6.65 (m, 2H), 4.27 (m, 2H), 3.96 (s, 2H), 
3.57 (s, 2H), 2.37 (s, 3H), 2.33 (s, 3H), 2.04 (m, 2H), 1.29 (m, 
2H) 


N«OOC-i 0 
3] H 


DMSO-d6 

7.79 (d, J = 8, 1H), 7.61 (d, J = 8, 1H), 7.51 (t, J = 8. 1H). 7.10 
(d, J = 8, 1H), 6.96 (d. J = 7, 1H), 6.81 (d, J = 7, 2H), 6.58 (d, J = 
8, 2H), 4.33 (m, 2H), 4.04 (s, 2H), 3.14 (s, 2H), 2.39 (s. 3H), 
2.34 (s, 3H), 1.94 (m, 2H), 1.30 (m, 2H) 
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mi 1 





] H-NMR (400MHz ) S 


0 

32 W ^ 


CDa 3 

8.37 (dd. J = 8, 2, 1H), 8.18 (d, J = 8, 1H), 7.63 (m. 1H). 7.57 (d, J = 
8, 1H). 7.23 (m, 1H), 7.03-7.16 (m. 5H), 4.43 (t. J = 7, 2H). 3.37 (s, 
2H), 2.45 (s, 3H). 2.27 (s, 3H). 2.19 (s, 3H), 2.18 (t. J = 7. 2H), 1.45- 
1.50 (m,2H) 




CDCU 

8.36 (dd, J = 8, 2, 1H). 8.18 (d. J = 8, 1H). 7.63 (m, 1H). 7.56 (d, J = 
9, 1H), 7.22 (m, 1H), 7.12-7.16 (m. 2H). 7.02 (d, J = 8. 1H). 6.92 (s, 
1H), 6.88 (d. J = 8, 1H), 4.41 (t. J = 7, 2H), 3.34 (s, 2H). 2.45 (s. 
3H), 2.39 (s, 3H), 2.30 (s, 3H), 2.12 (t, J = 7. 2H), 1.45-1.40 (m, 2H) 


0 

34 


CDCI3 

8.35 (d, J = 8. 1H), 8.10 (d. J = 8, 1H), 7.60-7.62 (m. 2H). 7.45-7.50 
(m. 2H), 7.29-7.33 (m. 3H). 7.08 (d, J = 8, 1H). 4.48 (t. J = 7. 2H). 
3.88 (s. 2H). 3.40 (t. J = 7. 2H), 2.42 (s, 3H), 2.26 (s. 3H). 
1.26-1.72 (m, 2H) 




CDCI3 

8.37 (dd, J = 8. 2, 1H), 8.18 (d, J = 8. 1H). 7.65 (m, 1H). 7.56 (d, J = 
8. 1H). 7.50 (d. J = 7.5, 1H), 7.39 (s, 1H). 7.36 (t. J = 8. 1H), 7.23- 
7.30 (m, 2H). 7.16 (d. J = 8. 1H), 4.43 (t, J = 7, 2H). 3.36 (s. 2H), 
2.49 (s. 3H). 2.40 (s, 3H), 2.06 (t. J = 7, 2H), 1.48-1.53 (m. 2H) 


36 w ^Q" w 


CDCI3 

8.36 (dd, J = 8. 2, 1H). 8.17 (d, J = 8.1H), 7.64 (m. 1H). 732-7.57 
(m. 3H), 7.24 (m. 1H), 7.13-7.18 (m. 3H). 4.42 (t. J = 7. 2H). 3.39 (s, 
2H), 2.46 (s, 3H), 2.38 (s, 3H). 2.01 (t, J = 7, 2H), 1.46-1.53 (m. 2H) 
■ ■ _ 
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3U 2 





J H-NMR (400MHz ) 8 


06a 


CDCI3 

R ^ ^ f*#1rl T 0 O 1 t_t\ 0 n / j t 0 iit\ > _ _ _ . . _ 

o.jo (aa, J — 0, 2, 1H), 8.17 (d. J = 8, 1H), 7.63 (m. 1H), 7.56 (d, J = 8, 
1H), 7.50 (d. J = 8, 2H), 7.23 (m. 1H), 7.19 (d. J = 8. 2H). 7.14 (d. J = 
8. 1H), 4.42 (t, J = 7, 2H), 3.40 (s. 2H), 2.45 (s, 3H), 2.38 (s. 3H), 2.08 
(t,J = 7, 2H), 1.45-1.52 (m. 2H) 




CDa 3 

8.J/ (dd, J - 8, 2, 1H), 8.18 (d, J = 8. 1H), 7.64 (m, 1H), 7.57 (d, J = 8, 
1H). 7.47 (d. J = 8. 1H). 7.40 (s. 1H), 7.37 (t. J = 8, 1H). 7.21-7.27 (m. 
2H), 7.14 (d, J = 8. 1H). 4.43 (t, J = 7. 2H). 3.40 (s. 2H). 2.46 (s. 3H). 
2.37 (s, 3H). 2.10 (t. J = 7. 2H). 1.46-1.51 (m. 2H) 


39 


CDCI3 

8.37 (dd, J = 8. 2, 1H). 8.17 (d, J = 8, 1H), 7.65 (m, 1H), 7.54 (d. J = 8, 
1H). 7.24 (in, 1H), 7.12-7.17 (m, 2H), 6.80-6.86 (m. 2H), 6.73 (m. 1H) 
4.36 (t. J = 7, 2H). 3.63 (s. 2H). 2.47 (s, 3H), 2.40 (s. 3H). 2.19 (t, J = 
7, 2H). 1.49-1.54 (m. 2H) 


OuCX 

w >«^Q-o« 


CDC1 3 

H.J5 (dd, J = 8, 2, 1H), 8.18 (d. J = 8, 1H), 7.62 (m, 1H), 7.54 (d, J = 8 
1H), 7.22 (m, 1H). 7.16 (d. J = 8, 1H). 6.81 (d. J = 8. 2H). 6.60 (d J = 
8. 2H). 4.39 (t. J = 7. 2H), 3.27 (s. 2H), 2.43 (s, 3H), 2.38 (s. 3H), 2.06 
(t,J = 7.2H). 1.50-1.54 (m. 2H) 




CDCI3 

8.36 (dd, J = 8. 2, 1H). 8.18 (d. J = 8 1H) 7 63 (m 1H1 7SfiM 1 - 0 
1H), 7.22 (m. 1H). 7.15 (d. J = 8, 1H), 7.15-7.20 (m, 1H). 6.93-7.06 (m. 
3H). 4.40 (t. J = 7. 2H), 3.46 (s. 2H), 2.45 (s. 3H). 2.39 (s. 3H), 2.12 (t, 
J = 7,2H). 1.45-1.47 (in, 2H) 


4 2 


CDCI3 

8.37 fdd J = 8 1 R 1R I A I — ft im -i a* 1 im i /j » a 

Jl K • J °» *• la )< »• 10 (a, J — 0, 1H), /.o4 (m, 1H), 7.57 (d, J = 8, 
1H), 7.18-7.26 (m, 2H), 7.16 (d, J = 8, 1H), 6.80-6.90 (m. 3H). 4.43 (t, 
J = 7. 2H), 3.35 (s. 2H). 2.47 (s. 3H), 2.40 (s, 3H), 2.10 (t. J = 7, 2H) 
1.46-1 .50 (m. 2H) 


r 

43 «^> f • 


CDQ 3 

3.36 (m. IH). 8 18 (6 J = 8 im 1 fft fm im i«m t— 0 iu\ t>i 
» • •**/• v", j — 0, in;, /.dj yn, ittj, /jo (d, J = 0, IH), 7.23 

(m. 1H). 7.15 (d. J = 8, 1H). 7.03 (dd, J = 8, 6, 2H), 6.90-6.96 (m, 2H). 

4.41 (t, J = 7, 2H). 3.32 (s, 2H). 2.45 (s. 3H). 2.39 (s, 3H). 2.08 (t, J = 

7. 2H), 1.45-1.49 (m,2H) 


\ Br 

44 


CDCI3 

J.37 (dd. J = 8. 2, IH). 8.18 (d. J = 8, 1H), 7.64 (m, 1H). 7.57 (d, J = 9. 
IH). 7.47 (d. J = 8. IH). 7.19-7.26 (m, 2H), 7.15 (d. J = 8, IH). 7.05- 
7.09 (m. 2H). 4.42 (t, J = 7. 2H). 3.47 (s. 2H). 2.45 (s. 3H). 2.39 (s. 
m\ 2.12 (t, J = 7, 2H). 1 .43-1 .50 (m, 2H) 
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mi 3 



its® 


J H-hlMR (400MHz , CDC1,) J 




CDCI3 

8.35 (d. J = 9, IH), 8.16 (d, J = 9, IH), 7.62 (m. IH), 7.46 (d J = 8 
IH). 7.32 (d. J = 8, IH), 7.23 (s, IH). 7.22 (m. IH), 7.14 (d, J = 8 
IH). 7.10 (t, J = 8. IH). 6.98 (d, J = 8. IH), 4.41 (t, J = 7. 2H). 3.30 fs 
2H), 2.45 (s, 3H). 2.39 (s. 3H). 2.12 (t, J = 7. 2H). 1.43-1.50 ( m 9m ' 




cdci 3 

8.36 (dd. J = 8. 2. IH), 8.18 (d, J = 8, IH), 7.62 (m. IH). 7.55 (d. J = 
8, IH), 7.22 (m, IH), 7.15 (d J = 8 lffi 6 7Q /« 1m a as ia t 0 
IH), 6.53 (d. J = 8, IH), 4.39 (t, J = 7, 2H), 3.27 (s, 2H). 2.43 (s 3H) 
2.38 (s, 3H). 2.16 (s. 3H), 2.08 ft. J = 7, 2H). 1.49-1.52 (m, 2H) 


47 ^ 


CDC1 3 

8.36 (ddJ = 2, 8, IH). 8.18 (d, J = 8. IH), 7.63 (m. IH), 7.56 (d. J = 8 
IH), 7.23 (m, IH), 7.16 (d, J = 8, IH), 6.68 (s, 2H). 4.39 (t, J = 7 
2H), 3.25 (s, 2H). 2.45 fs 3H^ 1 40 o ifl /c axj\ o // t 

/, y*, *..-Tw» v^t J**J t Z..HKJ ^S, JIT), Z.lO IS, OJIJ, 2.09 ft. J = 

7. 2H). 1.40-1.52 (m,2H) 


48 eT 


CDCI 3 

8.35 (dd, J = 8, 2. IH), 8.16 (d, J = 8. IH), 7.63 (m. IH). 7.57 (d, J = 
8, IH), 7.21-7.26 (m. 3H), 7.15 (d, J = 8. IH) 7 09 (m 1H1 4u ft i 

* '* \ » * w » ' w+JS I'll, ^*J7f II, J 

= 7. 2H). 3.77 (s, 2H), 2.45 (s. 3H). 2.41 (s. 3H), 2.18 (t. J = 7. 2H) ! 
1.38-1.45 (m. 2H) 




CDC1 3 

8.33 (dd. J = 8. 2, IH). 8.14 (d. J = 8. IH). 7.68 (d, J = 8. IH). 7.63 
un, in;, / .34-/0/ (in, 2H), 7.29 (m, IH), 7.17-7.24 (m, 2H), 7.13 (d, 
J = 8. IH), 6.72 (s. IH), 6.00 (s, IH), 4.41 (t. J = 7, 2H), 3.33 (s, 2H). 
2.45 (s. 3H). 2.38 (s. 3H), 2.02 (t, J = 7. 2H). 1.40-1.51 (m. 2H) 


50 w 


CDCI-j 

8.37 (dd. J = 8, 1, IH). 8.18 (d. J = 8. IH). 7.91-7.95 (m, 2H), 7.64 
im, 1M), /.5b (d. J - 8, IH), 7.24 (m, IH), 7.13-7.17 (m. 3H), 4.43 (t, 
J = 7. 2H). 3.91 (s. 3H), 3.34 (s. 2H). 2.46 (s, 3H). 2.39 (s. 3H), 2.10 
(t. J = 7, 2H), 1.41-1.51 (m.2H) 


0<bk 

51 ^ 


CDCI3 

8.23 (d. J = 8. IH). 8.06 (d, J = 8. IH). 7.80 (d. J = 7, IH). 7.42-7.50 
(m. 2H). 7.34 (m, IH), 7.25 (m. IH). 7.12-7.24 (m, 2H), 6.78-6.81 (in. 
IH). 4.32 (t. J = 7. 2H). 3.77 (s. 2H), 2.35 (s. 3H), 2.32 (s. 3H). 2.26- 
2.30 (m,2H), 1.58-1.68 (m.2H) 


52 ^ 


coa 3 

8.14 (d. J = 8, IH). 7.95 (d, J = 8. IH). 7.87 (d, J = 8. IH). 7.40-7 47 
(m. 2H). 7.32 (m, IH). 7.17 (m, IH). 7.04-7.09 (m. IH), 7.10 (d. J = 8 
IH). 6.96 (d, J = 7. IH), 4.40 (t, J = 6, 2H), 3.83 (s. 2H). 2.32 (s, 3H) 
2.25 (s. 3H). 2.45-2.52 (m. 2H). 1.70-1.85 (m. 2H) 
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J HNMR (400MHz) 8 


53 ^ 


DMSO-d6 

8.14 (dd, J = 8, 2, 1H). 7.91-7.98 (m, 2H). 7.90 (d, J = 8, 1H). 7.84 (d. 
J = 9. 1H). 7.73 (m. 1H), 7.32 (m, 1H). 7.26 (m, 1H), 7.20 (d, J = 8. 
1H) 7 12 (d J = 8 1H) 4 41 ft J = 7 2H\ ? R1 7M\ ?47?« 
(m, 2H), 2.42 (s, 3H). 2.36 (s. 3H). 1.40-1.48 (m, 2H) 




DMSO-d6 

8.14 (dd, J = 8, 2, 1H), 7.95 (d. J = 8, 1H), 7.80-7.84 (m, 3H). 7.72 
(m. 1H). 7. 25 (m, 1H), 7.19 (d, J = 8. 1H). 7.07 (d, J = 8, 2H), 4.46 (t. 
J - /, 2H), 3.27 (s, 2H), 2.44 (s, 3H), 2.37 (s, 3H), 2.01 (t, J = 6, 2H), 
1.28-1.40 (m, 2H) 




DMSO-d6 

8.30 (s t 1H). 8.13 (dd, J = 8, 2, 1H), 7.93 (d. J = 8, 1H), 7.88 (s, 1H), 
7.82 (d, J = 8, 1H), 7.72-7.74 (m, 3H) f 7.27 (m, 1H). 7.18 (d, J = 8, j 
in), 1.13 (a, } — 8, zti), 4.44 (t, J — /, In), 3.30 (s, 2H), 2.36 (s, 3H), 
2.43 (s. 3H). 1.95 (t. J = 7, 2H), 1.38-1.48 (m, 2H) 


56 


DMSO-d6 

8.12 (dd. J = 8, 2, 1H). 7.94 (d, J = 8. 1H). 7.82 (d, J = 8, 1H). 
7.68-7.74 (m, 2H). 7.08-7.27 (m. 5H). 4.44 (t, J = 7. 2H), 3.29 (s. 2H). 
2.48 (s. 3H). 2.42 (s, 3H). 1.95-2.01 (m. 2H). 1.26-1.35 (m. 2H) 


5? ^^Q-CCH 


DMSO-d6 

8.14 (d. J = 8. 1H). 7.94 (d. J = 8. 1H), 7.73-7.83 (m. 3H). 7.71 (m. 
1H), 7.24 (m. 1H). 7.15-7.22 (m, 3H). 4.40-4.50 (m, 2H), 3.38 (s. 2H), 
2.42 (s. 3H). Z35 (s. 3H), 1.95-2.06 (m, 2H), 1.28-1.40 (m. 2H) 
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] H-NMR (400MHz) J 


iiS 

58 ^ 


CDCI3 

8.37 (dd, J = 8. 2, 1H). 8.18 (d, J = 8. 1H), 7.64 (m. 1H). 7.57 (d, J = 9. 
1H). 7.23 (t, J = 8. 1H), 7.14-7.20 (m. 2H), 6.75 (dd, J = 2, 8, 1H). 6.67- 
6.69 (m, 2H) f 4.41 (t J = 7 2H^ 3 78 fs IFn nirc •) 4* ^ -am 
2.39 (s. 3H), 2.13 (t, J = 7. 2H). 1.40-1.50 (m. 2H) 


j y=T 
59 m -AJ 


CDQ 3 

8.36 (dd, J = 8, 2. 1H). 8.18 (d. J = 8. 1H). 7.62 (m, 1H). 7.57 (d. J = 8. 
1H). 7.17-7.56 (m, 2H), 7.15 (d. J = 8. 1H), 6.99 (dd, J = 7, 2, 1H), 6.84 
(t, J = 7. 1H). 6.79 (d J = 8 1H} 4 39 ft J - 7 7Wv % fc -j a< 
(s, 2H), 2.45 (s, 3H). 2.40 (s, 3H), 2.14 (t, J = 7. 2H). 1.40-1.50 (m, 2H) 


0 

60 W ^V>° Me 


CDCI 3 

8.36 (dd. J = 8, 2, 1H), 8.18 (d, J = 8, 1H), 7.63 (m, 1H). 7.56 (d. J = 8, 
1H). 7.23 (m. 1H), 7.15 (d. J = 8, 1H). 7.00 (d. J = 9. 2H), 6.79 (d. J = 9. 

\i, j — /, ^n;, 3. /o is, JHJ, 3.31 (S, 2H), 2.45(s, 3H), 2.39 (s, 
3H), 2. 10 (t, J = 7. 2H), 1 .46 (m. 2H) 




CDCI3 

8.37 (dd, J = 8. 2, 1H). 8.17 (d, J = 8. 1H). 7.64 (m, 1H), 7.58 (s, 1H). 
7.56 (m. 1H), 7.46 (t, J = 8. 1H), 7.24-7.31 (m. 3H), 7.15 (d. J = 8, 1H), 

4 43 ft J = 7 7R\ ^ S8 ( « 9H\ 0 Af\ (* W\ *J A(\ /> n i a t* i 
1,1J \*» ■* — '« <"V t j'Jo is, ^n;, z, ho is, 3nJ, LA\j is, Jfi), 2.1o (t, J = 

7, 2H). 1.46-1.49 (m. 2H) 


069^ 

62 


CDC1 3 

8.37 (dd. J = 8, 1, 1H), 8.18 (d, J = 8, 1H), 7.63 (m. 1H). 7.56 (d, J = 8, 
lH) t 7.23 (t, J = 8, 1H). 7.15 (d, J = 8, 1H). 7.07 (d, J = 8, 2H), 6.98 (d, 
J = 8. 2H) 4 40 ft J = 7 2fH 1 (a 9H\ 9 a& r* w\ o ac\ 
2.12 (t, J = 7. 2H), 1.40-1.50 (m, 2H) 


63 ^ 


CDCI3 

8.36 (dd. J = 8. 2. 1H), 8.17 (d. J = 8. 1H). 7.63 (m, 1H). 7^6 (d. J = 8. 
1H). 7.28 (m. 1H), 7.22 (m, 1H), 7.13-7.16 (m. 3H), 7.07-7.09 (m. 1H). 
4.41 f t J = 7 2H1 3 49fs 7ti\ 9 U W\ o ■»* i* o io /» i n 
2H). 1.45-1.48 (m.2H) 


64 


coa 3 

8.35 (dd. J = 8, 1H). 8.16 (d, J = 8, 1H), 7.64 (m. 1H), 7.56 (d. J = 8 
1H). 7.23 (m, 1H), 6.98-7.20 (m, 4H). 6.97 (m. 1H), 4.42 (t. J = 7, 2H) 
3.35 (s. 2H). 2.46 (s. 3H). 2.40 (s, 3H), 2.10 (t. J = 7, 2H), 1.48-1.55 (m. 
2H) 


65 ™^0-° 


CDCI3 

8.36 (dd. J = 8. 2, 1H). 8.18 (d, J = 8, 1H), 7.61-7.65 (m, 1H), 7.56 (d, J 
= 8, 1H). 7.20-7.27 (m, 3H), 7.15 (d, J = 8, 1H), 7.00 (d, J = 8, 2H), 
4.41 (t, J = 7. 2H), 3.32 (s, 2H), 2.45 (s. 3H), 2.39 (s, 3H), 2.07 (I, J = 7, 
2H), 1.45-1.48 (m, 2H) 



eo 
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'H-NMR (400MHz) £ 


66 W, ^ B ' 


CDCI3 

8.36 (dd, J = 8, 2, 1H), 8.18 (d. J = 8, 1H), 7.63 (m, 1H). 7.55 (d, J 
= 8, 1H), 7.36 (d, J = 8, 2H), 7.23 (m. 1H), 7.15 (d, J = 8, 1H), 6.95 
(d, J = 8, 2H), 4.40 (t, J = 7, 2H), 3.30 (s, 2H), 2.45 (s, 3H), 2.39 
(s.3H). 2.07 (t. J = 7, 2H), 1.45-1.48 (m, 2H) 




CDCI3 

8.36 (dd, J = 8, 2. 1H), 8.17 (d. J = 8, 1H), 7.63 (m, 1H), 736 (d, J 
= 8, 1H), 7.29 (d, J = 2, 1H), 7.23 (m, 1H), 7.12-7.15 (m. 2H). 7.02 
(d, J = 8, 1H), 4.41 (t, J = 7, 2H), 3.43 (s, 2H), 2.45 (s, 3H), 2.38 
(s, 3H), 2.07 (t, J = 7. 2H). 1.45-1.48 (m. 2H) 


68 


CDCI 3 

8.24 (dd, J = 8. 2, 1H), 8.05 (d, J = 8, 1H), 7.72 (d, J = 8. 2H), 7.65 
(m. 1H), 7.53 (d, J = 8, 1H), 7.24 (m, 1H), 7.15 (d, J = 8. 1H). 6.96 
(d, J = 8, 2H), 4.41 (t. J = 7. 2H), 3.46 (s. 2H), 2.44 (s, 3H), 2.40 
(s. 3H), 1.78 (t, J = 8, 2H), 136 (m, 2H) 




CDCI3 

8.33 (dd, J = 2, 8, 1H), 8.13 (d, J = 8, 1H), 7.70 (d, J = 8, 2H), 7.65 
(m, 1H), 7.56 (d. J = 8, 1H), 7.24 (m. 1H), 7.15 (d, J = 8, 1H), 7.09 
(d. J = 8, 1H). 4.87 (s. 1H), 4.43 (t, J = 7. 2H), 3.44 (s, 2H), 2.66 
(s. 3H), 2.45 (s. 3H). 2.40 (s. 3H), 1.95 (t, J = 7. 2H), 1.53 (m, 2H) 




CDCI3 

8.35 (dd, J = 8, 2, 1H), 8.16 (d. J = 8. 1H), 7.61-7.66 (m, 3H). 7.56 
(d, J = 8. 1H), 720-7.26 (m, 3H), 7.14 (d, J = 8, 1H). 4.42 (t, J = 7, 
2H), 3.41 (s, 2H), 2.68 (s, 6H), 2.45 (s. 3H). 2.38 (s, 3H), 2.07 (t, J 
= 7,2H). 1.49 (m.2H) 


eta 


CDCI3 j 

8.35 (dd, J = 8, 2. 1H). 8.17 (d, J = 8. 1H). 7.63 (m, 1H), 7.55 (d. J 
= 8, 1H), 7.22 (m. 1H), 7.15 (d. J = 8, 1H), 4.39 (t, J = 7, 2H), 2.46 
(s. 3H). 2.41 (s, 3H), 2.39 (t, J = 7, 2H), 1.45 (m, 2H), 1.00 (s. 9H) 


72 


CDCI3 

8.36 (dd, J = 2, 8. 1H), 8.18 (d, J = 8, 1H). 7.64 (m, 1H). 735 (d. J 
= 8, 1H), 7.14-7.32 (m, 7H), 5.21 (s, 2H). 4.43 (s. 2H), 4.38 (t, J = 
7. 2H). 2.44 (t, J = 7. 2H). 2.44 (s, 3H), 2.40 (s, 3H), 1.48 (m, 2H) 


eta 

73 w ^corf. 


CDCI3 

8.36 (dd, J = 8. 2, 1H), 8.18 (d. J = 8, 1H), 7.64 (m, 1H), 7.57 (d, J 
= 8, 1H), 7.23 (m, 1H), 7.16 (d, J = 8, 1H), 4.40 (t, J = 7. 2H). 4.09 
(q, J = 7, 2H), 2.48-233 (m, 2H), 2.47 (s. 3H). 2.43 (s.3H), 2.27 (t, 
J = 6, 2H), 2.11 (t. J = 7, 2H), 1.42-1.47 (m, 2H), 123 (t, J = 7, 3H) 
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| 

H-NMR (400MHz ) S 


74 w 


coa 3 

8.34 (dd, J = 8, 2, 1H), 8.15 (d. J = 8, 1H). 7.63 (m, 1H). 7.53 (d. J = 8. 
1H). 7.20-7.32 (m. 4H), 7.15 (d, J = 8, 1H). 7.00-7.04 (m. 2H). 4.35 (t. J 
= 7, 2H). 3.57 (s. 2H), 2.96 (s, 2H), 2.42 (s, 3H). 2.40 (s. 3H), 2.45- 
2.55 (m, 2H), 1.54-1.62 (m, 2H) 




CDa 3 

8.35 (m, 1H). 8.17 (d. J = 8. 1H). 7.64 (m. 1H). 7.57 (d. J = 8. 1H). 
7.12-7.32 (m. 7H), 4.39 (t. J = 7, 2H). 3.27 (s, 2H), 2.47 (s, 3H). 2.42 
(s, 3H). 2.41 ft J = 7 2H1 2 Of)-? ?n <m au\ i a< /™ ou\ 




CDClj 

8.38 (dd. J = 8, 2, 1H). 8.00 (d. J = 8, 1H), 7.58 (m, 1H). 7.44 (d, J = 8, 
1H), 7.12-7.20 (m. 4H), 7.10 (d, J = 8, 1H). 6.96 (m, 2H). 6.69 (s. 1H). 
5.21 (s, 1H). 4.19 (t. J = 7. 2H). 3.18 (s, 2H). 2.35 (s, 3H), 2.34 (s. 3H), 
2.31 (t. J = 7. 2H). 1.92 (t, J = 7. 2H). 1.84 (t, J = 7. 2H), 1.41 (m. 2H) 




CDCI 3 

8.36 (dd. J = 8. 2. 1H). 8.18 (d. J = 8. 1H). 7.64 (m. 1H). 7.51 (d. J = 8. 
1H). 7.22-7.28 (m. 4H). 7.17 (d. J = 8. 1H). 7.05 (m. 2H). 4.27 (t. J = 7. 
2H). 3.37 (t. J = 5. 2H). 3.29 (s. 2H). 2.42 (s, 6H). 2.33 (t. J = 5. 2H). 
2.06 (t. J = 7. 2H). 1.44 (m.2H) 


78 ' N ^ C ' 


CDCI3 

8.26 (dd. J = 8. 2. 1H). 8.17 (d. J = 8. 1H). 7.63 (m. 1H). 7.57 (d, J = 8. 
1H). 7.49 (d. J = 8. 1H). 7.45 (s, 1H). 7.38 (t, J = 8, 1H). 7.26 (d. J = 8. 
1H). 7.22 (m. 1H). 7.12 (d. J = 8. 1H). 4. 42 (t. J = 7. 2H). 3.15 (s. 2H). 
2.46 (s. 3H). 2.36 (s. 3H). 1.88 (t. J = 7. 2H), 1.79 (s. 3H). 1.40-1.50 
(m.2H) 
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VI* A til 


'h-NMR (400MHz ) S 


79 ~ 


CDa 3 

8.35 (dd, J = 8. 2, 1H), 8.16 (d. J = 8, 1H), 7.63 (m, 1H), 7.57 (d, J = 
8, 1H), 7.22 (m. 1H), 7.14 (d, J = 8, 1H). 6.72 (s, 2H). 4.37 (t. J = 7. 
2H). 3.03 (s, 2H). 2.46 (s, 3H), 2.40 (s, 3H), 2.21 (s, 6H), 1.87 (t, J = 
7. 2H), 1.84 (s, 3H), 1.38-1.48 (m, 2H) 


on > ^ 


CDQ 3 

8.31 (dd, J = 2, 8, 1H), 7.99 (d, J = 8, 1H). 7.67 (m, 1H), 7.61 (d, J = 
8, 1H), 7.36 (m, 1H), 7.20 (m. 1H), 7.05 (t, J = 8, 1H), 7.01 (d, J = 8, 
1H), 6.30 (m. 1H), 6.14 (m, 1H), 4.53 (m, 2H), 2.49 (s, 3H), 2.39 (s. 
3H), 2.23 (t, J = 7, 2H), 1.72 (m. 2H) 


81 ^ 


CDa 3 

8.38 (dd, J = 8, 2, 1H), 8.20 (d, J = 8. 1H). 7.65 (m, 1H). 7.56 (d, J = 
8, 1H), 7.26 (m. 1H). 7.18 (d. J = 8. 1H), 6.98 (t. J = 8, 1H), 6.21 (m, 
1H). 5.90 (m, 1H). 5.86 (m. 1H). 4.39 (t. J = 7, 2H), 3.72 (s. 3H), 2.59 
(t, J = 7, 2H), 2.43 (s, 3H), 2.42 (s, 3H) 1 61 (m 2H1 


82 V 


coa 3 

8.38 (dd, J = 8, 2. 1H), 8.19 (d, J = 8, 1H), 7.66 (m, 1H). 7.56 (d, J = 
8, 1H). 7.27 (m. 1H), 7.18 (d. J = 8, 1H), 7.10 (t. J = 8. 1H). 6.89 (m. 
1H). 6.43 (m, 1H). 6.38 (m, 1H), 4.40 (t, J = 7, 2H). 2.55 (t, J = 7, 2H), 
2.43 (s, 3H), 2.40 (s. 3H). 1.65 (in, 2H) 
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'H-NMR (400MHz)* 


83 O-^O 


cdq 3 

8.36(dd. J = 8. 2. 1H), 8.19(d. J = 8, 1H), 7.63(m, 1H), 7.56(d. J = 8, 
1H), 7.22(m. 1H), 7.15(d. J = 8, 1H), 4.35(t. J = 7, 2H), 2.46(s, 3H). 
2.41(s, 3H). 2.17(m, 2H), 2.09(t, J = 7. 2H), 0.90-1.68(m, 22H) 


84 ho^^oh 


CDCI3 

8.36(dd. J = 8, 2, 1H), 8.18 (d. J = 8. 1H), 7.66(in, 1H), 7.57(d, J = 8, 
1H), 7.25(m, 1H), 7.18(d, J = 8. 1H), 4.38(t, J = 7, 2H). 3.33(t, J = 6. 
"»nj, z.*/(.s, jhj, Z.4j(s, 3H), 2.31(t, J = 6, 4H), 2.01(t, J = 7, 2H). 
1.51(m. 2H) 




CDQ 3 

8.38(dd. J = 8. 2. 1H). 8.18(d. J = 8. 1H). 7.63(m. 1H), 7.58(d, J = 8. 
1H). 7.23(ni. 1H), 7.18(d. J = 8, 1H), 4.38(t. J = 7. 2H). 3.21(s.6H), 

3.19(LJ = 6 4H") 2 4fifq "WW 0 AOfc oiq/» i a au\ n m/* r 
^.w V i, v u, to;, x.ho^s, on;, z.^(s, JHj, Z.jy(t, J = 6, 4H), 2.03(t, J 

= 7, 2H), 1.40(m, 2H) 


y=v_ 

86 


cdci 3 

8.37(dd, J = 7, 9. 1H), 8.17(d, J = 8, 1H), 7.20(dd, J=2,11,1H) 
7.17(d, J = 8, 1H), 7.07(d, J = 8, 2H), 6.98(d, J = 8, 2H), 6.94(m, 1H), 
436(t, J = 7. 2H) 3 37fs 2H) 2 44ft *? w\ on/.. ou\ 
2.15(t.J = 7. 2H). 1.48(m,2H) 


87 


coa 3 1 

8.30(d. J = 9. 1H). 8.16(d, J = 8. 1H). 7.13(d, J = 8. 1H), 7.06(d. J = 8 
2H). 6.98(d. J = 8. 2H). 6.93(d, J = 2, 1H). 6.83(dd, J = 9. 2, 1H), 
•t..?.^ * • J.yuis, JH), j.35(s, 2H), 2.44(s, 3H), 2.38(s, 3H), 
2.3 l(s, 3H). 2.14(t, J = 7, 2H), 1.48(m. 2H) 


MeO 0 

88 ^ 




CDQ 3 

8.06(d, J = 8. 1H). 7.48(t. J = 8, 1H), 7.1 l(d, J = 8. 2H). 7.06(d. J = 8, 
2H), 6.98(d, J = 8. 2H). 6.64(d, J = 8. 1H), 4.29(t. J = 7, 2H). 3.98(s, 
3H). 3.37(s. 2H) 241fs 3H} WS 9 mu wn 9 n#. t t 
2H). 1.49(m,2H) 


G 

89 ^ 




DMSO-d6 

8.12(dd. J = 8. 2, 1H), 7.93(d, J = 8, 1H), 7.83(d. J = 9, 1H), 7.75(m. 
1H). 7.28(m, 1H), 7.22<m, 1H), 4.3(W.44(m, 2H), 2.70-2.90(m, 2H) 
2.48-2.58(m. 2H), 2.41(s. 3H). 2.36(s, 3H). 2.18-2.60(m. 2H). 1.36- 
1.46(m, 2H) 


a! 

90 H< « /N ' K 


Co 


DMSO-d6 

8.12(dd, J = 8. 2, 1H), 7.93(d. J = 8, 1H). 7.79(d, J = 8, 1H). 7.70( m . 
1H). 7.15-7.28(m. 6H), 7.02(m. 1H). 4.38(m. 2H). 3.17(s. 2H), 2.40(s, 
3H), 2.38(s, 3H). 2.30(m, 2H), 2.09(m. 2H), 1.90(m. 2H), 1.31(m. 2H) 
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o 


its® 


*H-NMR (400MHz) 8 


N.0,0-1 O 


CD3OD 

7.95 (d, J = 8, 1H), 7.52-7.60 (m, 2H), 7.05-7.24 (m, 7H). 4.38 (t, J = 
7, 2H), 4.19 (s, 2H), 3.21 (s. 2H) 2 45 fs 3m 2 40 (k 9iw m 
2H), 1.92 (m, 2H), 1.44 (m, 2H). 0.74 (t, J = 7, 3H) 


92 V-^O 


CD3OD 

7.93 (d, J = 8. 1H), 7.57-7.65 (m. 2H), 7.03-7.35 (m, 7H). 4.34 (t, J = 
7, 2H). 4.05 (s. 2H), 3.30 (s. 2H), 2.45 (s, 3H), 2.43 (s, 6H). 2 41 (s 
3H), 2.37 (t, J = 7, 2H), 2.16 (t, J = 7, 2H), 1 .76 (t, J = 7. 2H), 1.57 
(m. 2H) 




CD3OD 

7.88 (d. J = 8, 1H), 7.64 (d, J = 8. 1H), 7.57 (t. J = 7, 1H), 7.36 (d, J = 
8. 1H), 7.20 (s, 1H), 7.04 (t, J = 8, 1H). 7.04 (t, J = 8, 2H), 4.46 (m. 
2H). 4.11 (s. 2H), 3.00 (s. 2H), 2.47 (s, 3H). 2.38 (s. 3H), 1.72 (m. 
5H). 1.53 (m, 2H) 


94 ^c. 


DMSO-d6 

7.77 (d. J = 8. 1H), 7.63 (d, J = 8, 1H). 7.50 (m. 2H). 7.34 (d, J = 8. 
1H), 7.14 (d, J = 8. 1H). 7.06 (d. J = 8. 1H). 6.97 (d. J = 7, 1H). 4.35 

ui;, ^s, in), j.uy (S, zti), (s, 3H), 2.30 (s, 3H), 1.81 
(m. 2H), 1.70 (s, 3H). 1.41 (m. 2H) 


bfr 


DMSOd6 

7.80 (d, J = 8. 1H), 7.71 (d. J = 9. 1H). 7.57 (t, J = 8. 1H), 7.1 1 (d. J = 
8. 1H), 7.02 (m, 3H). 6.87 (d. J = 8. 2H). 4.39 (t, J = 6, 2H). 4.10 (s. 
1H). 2.95 (s, 2H). 2.49 (s. 2H). 2.42 (s, 3H). 2.36 (s. 3H), 2.24 (s, 
3H). 1.73 (t, J = 6. 2H), 1.61 (s. 3H). 1.40 (m, 2H) 


96 V 


DMSO-d6 

7.40 (d, J = 8. 1H), 7.40-7.60 (m, 6H), 7.03 (t, J = 8. 1H), 6.91 (d J = 
8, 1H), 4.34 (t. J = 6, 2H). 3.95 (s. 1H). 3.17 (s. 2H). 2.40 (s. 3H), 
is, M), (t, J = 6, 2H), 1.67 (s, 3H), 1.42 (m, 2H) 


97 v 


DMSOd6 

8.05 (m, 1H). 7.89 (m, 1H), 7.80 (d, J = 8, 1H), 7.76 (d, J = 8 t 1H) 
7.37-7.51 (m, 5H), 7.23 (d, J = 7, 1H), 7.04 (d, J = 8, 1H), 6.92 (d, J = 
7, 1H). 4.22 (t, J = 6. 2H), 3.96 (s. 1H), 3.55 (s, 2H), 2.28 (s. 3H), 
2.27 (s, 3H) f 1.96 (t, J = 7, 2H). 1.73 (s, 3H). 1 37 (m 2H) 


98 ^^CX 


DMSO-d6 

7.80 (d. J = 8. 1H). 7.68 (d. J = 8. 1H). 7.55 (t. J = 8. 1H). 7.12 (d. J = 
B. 1H), 6.94-7.02 (m, 5H). 4.36 (m. 2H), 4.08 (s, 2H), 3.23 (s. 2H). 
2.40 (s. 3H). 2.34 (s, 3H), 2.22 (s. 3H). 1.98 (m, 2H), 1.31 (m, 2H) 
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H-NMR (400MHz) 8 



NaOOC-| O 

99 *-*S» 



DMSO-46 

7.78 (d. J = 8. 1H). 7.55 (d. J = 8. 1H). 7.46 (t. J = 8. 1H), 7.09 (d. J = 
8, 1H), 6.92 (d, J = 8, 1H), 6.89 (d, J = 8. 1H), 6.41 (d, J = 2. 1H) 
6.36 (dd. J = 2. 8, 1H). 4.31 (m, 2H). 3.98 (s. 2H). 3.69 (s. 3H). 3.65 
(s, 3H). 3.19 (s. 2H), 2.38 (s. 3H), 2.33 (s, 3H). 1.97 (t, J = 7, 2H), 
1.29 (m, 2H) 



ioo in &> 



DMSOd6 

7.77 (d, J = 7, 1H), 7.53 (d, J = 8. 1H), 7.45 (m. 1H), 7.18 (d, J = 7 
1H), 7.07 (m. 2H). 6.93 (m, 2H), 4.31 (m. 2H), 3.94 (s, 2H). 3 14 (s 
2H), 2.38 (s, 3H). 2.33 (s. 3H), 1.98 (t, J = 7. 2H), 1 .30 (m, 2H) ' 



101 




CDCI 3 

8.14 (d, J = 8, 1H), 7.56-7.64 (m. 2H). 7.24-7.28 (m, 4H). 7.20 (d, J = 
8. 1H), 7.08-7.12 (m. 2H). 4.47(t. J = 7. 2H). 4.12(m, 2H), 3.20(s. 2H) 
2.48 (s, 3H). 2.44 (s, 3H). 1.91 (m. 2H). 1.83 (s. 3H). 1.51 (m. 2H) 




DMSO-d6 

7.80 (d, J = 8. 1H), 7.62 (d. J = 8. 1H). 7.50 (t, J = 8. 1H). 7.25 (d J = 
8. 2H), 7.10-7.04 (m, 3H), 6.95 (d. J = 8. 1H), 4.34 (t. J = 7, 2H). 4.03 
(s. 2H), 3.24 (s, 2H). 2.39 (s. 3H). 2.36 (s. 3H). 1.95 (t, J = 7. 2H), 
130 (m, 2H) 



103 



105 



DMSOd6 

7.77 (d. J = 8. 1H), 7.53 (d, J = 8. 1H), 7.44 (t. J = 8. 1H). 7.28-7.20 
(m. 1H). 7.12-6.84 (m. 4H), 4.31 (t. J = 7. 2H). 3.95 (s. 2H). 3.31 (s 
2H). 2.38 (s, 3H). 2.32 (s. 3H). 1.95 (m, 2H), 1.30 (m. 2H) 



104 IP C L > 



DMSO-d6 

7.80 (d. J = 8. 1H), 7.66 (d. J = 8. 1H). 7.53 (in, 1H). 7.12-6.94 (m 
6H). 4.36 (t, J = 7, 2H), 4.08 (s. 2H). 3.22 (s, 2H), 2.39 (s. 3H). 2.32 
(s, 3H), 1.93 (m. 2H). 1.30 (m, 2H) 




DMSO-d6 

7.81 (d. J = 8, 1H). 7.68 (d, J = 8. 1H). 7.53 (m, 1H), 7.32-7.15 (m. 
4H). 7.08 (d. J = 8, 1H), 6.98 (d, J = 8. 1H), 4.39 (m, 2H). 4.09 (s, 2H) 
3.35 (s, 2H). 2.39 (s, 3H). 2.29 (s. 3H), 2.01 (m, 2H). 1.33 (m, 2H) 




106 



DMSCW6 

7.81 (d, J = 8. 1H), 7.64 (d. J = 8. 1H). 7.51 (m. 1H). 7.26-7.18 (m. 
2H). 7.15 (s. 1H), 7.09 (d. J = 8, 1H), 7.01 (d, J = 7, 1H), 6.97 (d. J = 
7, 1H), 4.36 (m, 2H), 4.07 (s, 2H), 3.25 (s, 2H), 2.39 (s, 3H), 2.32 (s. 
3H), 1.96 (m,2H), 1.31 (m. 2H) 



107 




DMSO-46 

7.81 (d. J = 8. 1H). 7.66 (d. J = 8. 1H). 7.52 (m. 1H). 7.24-6.94 (m. 
6H). 4.36 (m. 2H). 4.08 (s. 2H). 3.21 (s. 2H). 2.39 (s, 3H). 2.31 (s 
3H). 2.00 (m.2H). 1.31 (m.2H) 
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] H-NMR (400MHz) <5 


Cm. 

108 h^O^ 


DMSOd6 

7.79 (d. J = 8, 1H), 7.67 (d. J = 8, 1H), 7.53 (t, J = 8. 1H). 7.23 (m, 
in), /.ju (a, J — o, 1H), o.vy-o.86 (m, 4H), H), 4.37 (m, 2H), 4.07 (s, 
2H). 3.27 (s, 2H). 2.40 (s, 3H). 2.33 (s, 3H). 1.97 (t. J = 7. 2H). 1.32 
(m. 2H) 


NKVh 0 


DMSO-d6 

7.78 (d. J = 8, 1H), 7.54 (d. J = 8. 1H). 7.46 (t. J = 8, 1H). 7.25-7.16 
(m. 3H), 7.10 (d, J = 8. 1H). 7.08-7.04 (m, 2H), 6.92 (d. J = 7, 1H). 
4.29 (m, 2H). 3.96 (s. 2H), 3.22 (s, 2H), 3.10 (t, J = 7, 2H), 2.38 (s. 
3H). 2.35 (s, 3H), 2.10 (t. J = 7. 2H), 1.97 ft. m. 2H), 1.32 (m. 2H) 


110 ^ 


DMSO-d6 

7.83 (d. J = 8. 1H), 7.61 (d. J = 8, 1H). 7 JO ft. J = 8. 1H). 7.1 1 (d, J = 8. 
1H). 7.00-6.94 (m. 3H). 6.48 (t. J = 8, 1H). 6.23 (d. J = 8. 2H). 4.31 (m. 
2H). 4.06 (s. 2H). 2.72 (m. 2H). 2.34 (s, 3H). 2.33 (s. 3H), 1.45 (m. 2H) 


mO£-i 0 

in 


DMSO-d6 

7.79 (d. J = 8. 1H). 7.54 (d. J = 8, 1H), 7.44 ft. J = 8. 1H). 7.30-7.16 (m. 
5H). 7.02 (d. J = 8. 1H). 6.91 (d, J = 8, 1H). 4.33 (m, 2H). 3.95 (s, 2H). 
3.32 (s. 2H). 2.38 (s. 3H). 2.33 (s. 3H). 2.40-1.70 (m, 8H). 1.53 (m, 
2H). 1.33 (m, 2H) 


112 ^ 


DMSO-d6 

7.81 (d. J = 8, 1H). 7.59 (d, J = 8. 1H), 7.47 ft, J = 8. 1H). 7.07 (d, J = 8. 
1H). 6.93 (d. J = 8. 1H). 4.34 (m. 2H). 4.02 (s. 2H). 2.38 (s. 3H). 2.33 
(s. 3H). 1.96-0.60 (m, 17H) 


113 


DMSO-d6 

7.81. (d. J = 8. 1H). 7.53 (d. J = 8. 1H). 7.45 (m. 1H). 7.24-7.18 (m. 
2H). 7.14 (m, 1H), 7.08-7.00 (m, 3H). 6.93 (d, J = 8. 1H). 4.26 (m. 2H), 
4.01 (s. 2H). 2.33 (s. 3H). 2.32 (s. 3H). 2.40-2.28 (m. 2H). 2.10 (m. 
2H). 1.73 (m. 2H). 1.29 (m, 2H) 


NaOrfq O 

114 


DMSO-d6 

7.84. (d. J = 8. 1H). 7.58 (d. J = 8. 1H). 7.47 ft. J = 8, 1H). 7.04-6.90 
(m, 5H). 6.78 (d. J = 8. 1H), 4.39 (m. 2H1 3 98 (s 2H1 2 93 fs 2m 
2.56 (m, 2H). 2.21 (s, 3H). 2.17 (m. 2H). 2.09 (s. 3H). 1.76 (m. 2H). 
1.42 (m. 2H) 


115 ^ 


DMSO-d6 

7.74. (d. J = 8. 1H). 7.50 (d. J = 8, 1H). 7.43 (t, J = 8. 1H). 7.35 (dd. J = 
8. 2. 1H), 7.30-7.20 (m. 2H), 7.15 (dd, J = 8. 2, 1H). 7.05 (d, J = 8. 1H), 
6.91 (d, J = 8, 1H). 4.32 (m. 2H). 3.93 (s. 2H). 3.1 3 (s. 2H). 2.37 (s. 
3H). 2.29 (s. 3H). 1.84 (m, 2H). 1.68 (s. 3H). 1.40 (m. 2H) 


NaOOC-i 0 

116 U 


DMSO-d6 

7.77 (d. J = 8, 1H). 7.35-7.60 (m. 6H), 7.06 (d. J = 8. 1H). 6.92 (d. J = 
7. 1H). 4.34 (m. 2H). 3.95 (s. 2H), 3.46 (s, 2H), 2.39 (s. 3H). 2.30 (s. 
3H). 2.04 (m. 2H). 1.33 (m. 2H) 
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'H-NMR (400MHz ^ * 


117 


CDC1 3 

8.41 (dd, J = 8. 2, 1H), 8.30 (d, J = 8. 1H). 7.45 (in. 1H). 7.38 (d, J = 8, 
1H). 7.30 (d, J = 9. 1H), 7.24 (m. 1H), 7.12-7.19 (m, 4H), 5.54 (s, 2H). 
3.93 (s. 2H), 2.38 (s, 3H). 2.36 (s, 3H) 


118 


cDa 3 

8.35 (m, 1H), 8.27 (d, J = 8, 1H). 7.44-7.52 (m, 1H), 7.38 (d, J = 8, 1H), 
7.08-7.20 (m, 4H), 6.80-7.13 (m, 2H). 5.41 (s. 2H), 4.30 (m, 1H). 3.74 
(m, 1H), 2.45 (s, 3H), 2.41 (s, 3H) 


119 w 


CDCI3 

8.34 (dd, J = 8.2, 1H). 8.26 (d. J = 8, 1H). 7.48 (m, 1H), 7.39 (d. J = 8. 
1H). 7.19 (d, J = 8. 1H), 7.15 (m. 1H). 7.12 (d, J = 8, 2H). 6.90 (d. J = 
8 2H") 5 40 (s 2H} 3 7fi ?H1 9 Af. ft w\ 1 i* 


ion kA^^ 

120 


cdci 3 

8.36 (dd. J = 8. 2, 1H). 8.27 (d. J = 8, 1H). 7.48 (m. 1H). 7.38 (t. J = 8. 
1H), 7.37 (d. J = 8. 1H). 7.20 (d. J = 8. 1H). 7.16 (dd. J = 8. 6, 1H). 
7.02 (d. J = 6, 1H). 6.56 (d, J = 6, 1H). 5.55 (s. 2H). 3.90 (s. 2H). 2.48 
(s, 3H). 2.42 (s. 3H) 


121 


CDCI3 

8.34 (d, J = 8. 1H). 8.18 (d. J = 8. 1H). 7.60 (dd. 1H. J = 8. 6. 1H). 7.52 
(d. J = 8. 1H), 7.20 (dd. J = 8. 6, 1H). 7.14 (d. J - 8. 1H). 5.67 (m. 1H). 
j.jo \m, in;, <t .10 \a, j — 0, zti), j.lo (a, J = 0, 2H), 2.46 (S, 3H), 2.40 
(s. 3H) 


122 


CDCI3 

8.35 (dd. J = 8. 2, 1H). 8.17 (d. J = 8. 1H). 7.64 (m. 1H). 7.57 (d, J = 8. 
1H) . 7.23 (m. 1H), 7.16 (d. J = 8, 1H), 4.30-4.50 (m, 2H). 2.30-2.50 
(m. 1H). 2.47 (s. 3H), 2.42 (s. 3H), 1.20-1.42 (m. 2H). 0.99 (d. J = 6. 
3H) 


123 


CDCI3 

8.34 (dd. J = 2. 8. 1H). 8.18 (d. J = 8. 1H). 7.63 (m. 1H). 7.57 (d. J = 8. 
1H). 7.23 (m. 1H). 7.08 (d. J = 8. 1H). 4.42 (t. J = 7. 2H). 2.95 (m. 4H). 
2.24 (t. J = 7. 2H). 1.90 (m. 2H). 1.73 (m, 2H). 1.43 (m. 2H) 
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] H-NMR (400MHz ) <* 


0 

124 


CDQ 3 

8.35 (dd, J = 8. 2, 1H), 8.27 (d, J = 8, 1H), 7.48 (m, 1H), 7.38 (d, J = 8. 
1H), 7.21-7.34 (m, 5H), 7.18 (d, J = 8, 1H), 7.15 (dd, J = 8, 6, 1H), 
7.14 (d, J = 8. 2H), 6.90 (d, J = 8, 2H), 5.40 (s, 2H), 3.73 (s, 2H). 3.68 




cDa 3 

8.35 (dd. J = 8, 2. 1H), 8.27 (d, J = 8. 1H), 7.48 (m, 1H), 7.38 (d, J = 8, 
1H), 7.19 (d, J = 8, 1H), 7.16 (dd. J = 8, 6, 1H). 7.13 (d, J = 8. 2H). 
6.91 (d. J = 8, 2H). 6.28-6.32 (m. 1H). 6.14 (d. J = 3, 1H). 5.40 (s, 2H). 

3 73 2FH ^ 6R O AS fc w\ ~> A*> /* iu\ 


126 


cdq 3 

8.28 (dd, J = 8, 2, 1H), 8.21 (d, J = 8, 1H), 7.49 (m, 1H), 7.44 (d. J = 8, 
1H), 7.20 (d, J = 8, 1H), 7.13 (m, 1H), 6.94 (s, 2H), 6.94 (d, J = 8, 2H), 
6.73 (d, J = 8, 2H), 5.37 (s. 2H) 3 73 (s 2H) 3 59 fs 2m 2 49 
3H). 2.43 (s, 3H) 


127 


CDC1 3 

8.23 (d, J = 8, 1H). 8.07 (d. J = 8. 1H). 7.33 (dd. J = 8. 6. 1H), 7.29 (d. 
J = 8. 1H), 7.05-7.25 (m. 4H). 7.04 (dd. J = 8. 6. 1H), 7.00 (s, 2H). 
6.88 (d. J = 8. 1H). 5.62 (s. 2H). 3.98 (s. 2H). 3.80 (s. 2H). 2.27 (s. 
3H). 2.25 (s. 3H) 


128 ^ ^ 


CDClj 

8.36 (dd. J = 8. 2. 1H). 8.27 (d. J = 8. 1H). 7.43 (m. 1H). 7.32-7.37 (m. 
6H). 7.24-7.30 (m. 1H). 7.17 (d. J = 8. 1H), 7.14 (dd, J = 8. 6. 1H). 
7.04 (d. J = 6. 1H). 6.54 (d. J = 6, 1H). 5.58 (s 2H) 3 82 (s 2H1 3 78 
(s. 2H), 2.46 (s. 3H), 2.40 (s. 3H) 


129 h w 


CDCI3 

8.37 (dd. J = 8. 2. 1H). 8.21 (d. J = 8. 1H). 7.61 (m. 1H), 7.54 (d, J = 8. 
1H). 7.30-7.11 (m, 7H). 5.66 (m. 1H). 5.34 (m. 1H), 4.80 (d. J = 6. 
2H). 3.53 (s. 2H). 3.08 (d. J = 6. 2H). 2.47 (s, 3H). 2.41 (s. 3H) 
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5 





'H-NMR (400MHz ) d 


130 


DMSOd6 

8.66 (dd, J = 2, 8, 1H), 8.52 (d, J = 8. 1H). 7.93 (d. J = 8. 1H). 7.81 (m. 
1H). 7.32 (m. 1H). 7.26 (d, J = 8. 1H). 4.52 (m, 2H). 2.49 (s. 3H). 2 38 
(s, 3H), 2.17 (m, 2H). 1.45 (m, 2H) 



m2 6 



KG® 


^H-NMR (400MHz ) $ 


131 


CDClj 

8.84 (d. J = 8. 1H) , 8.70 (d, J = 8, 1H) , 7.65 (m. 1H) , 7.57 (d J = 8 
1H) , 7.02-7.28 (m, 7H) . 4.47 (m. 2H) , 3.39 (s. 2H) . 2.47 (s, 3H) 2 37 
(s. 3H) , 2.04 (m, 2H) , 1 .52 (m. 2H) 



m2 7 





^-NMR (400MHz ) S 


132 


CDCI3 

8.29 (dd, J = 8, 1, 1H), 8.17 (d, J = 8. 1H). 7.54-7.62 (m. 2H). 7.18-7.24 
(m. 2H). 5.80 (d, J = 4. 1H). 5.72 (d. J = 4, 1H). 5.26 (s, 2H), 3.53 (s. 
2H), 2.52 (s, 3H), 2.44 (s, 3H) 



S28 





*H-NMR (400MHz) 


c 

133 W h 




CDCJ3 

8.29 (d, J = 8, 1H) , 8.17 (d, J = 8, 1H) , 7.51-7.60 (m, 2H) , 7.27-7.34 
(m, 2H) , 7.14-7.27 (m, 5H) , 5.36 (d, J = 4, 1H) , 5.24 (d, J = 4, 1H) 
5.29 (s, 2H) , 3.52 (s, 2H) , 3.51 (s, 2H) . 2.51 (s. 3H) , 2.42 (s, 3H) * 
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m2 9 





'H-NMR (400MHz) d 


j HiNOC, O 


CDCI3 


,34 ^0 


8.05 (d, J = 8, 1H). 7.62-7.50 (m, 3H). 7.30-7.20 (m. 4H), 7.14 (d. 
J=8. 1H), 7.10-7.06 (m, 2H), 4.38 (t, J = 7, 2H). 5.22 (s. 1H), 4.13 
is, zn;, 3.13 (S, M), (S, an), 2.41 (S, 3n), 1.90 (t, J = 7, 
2H), 1.82 (s, 3H), 1.48 (m. 2H) 




CDC1 3 


135 / ^ 


8.04 (d, J = 8, 1H), 7.78 (m, 1H). 7 .56-7.48 (m, 2H), 7.30-7.20 
(m, 4H), 7.15-7.06 (m, 3H), 4.09 (S, 2H), 4.38 (t, J = 7, 2H), 3.13 
(s. 2H). 2.73 (d. J = 5. 3H). 2.45 (s, 3H), 2.40 (s. 3H), 1.90 (t, J = 
7, 2H). 1.81 (s, 3H). 1.46 (m. 2H) 


M^NOCn O 


CDQ 3 


136 ' ^ 


8.01 (d, J = 8. 1H), 7.53-7.48 (m. 2H), 7.30-7.19 (m, 3H), 7.14-7.06 
(m, 3H), 6.99 (m, 1H), 4.39 (s. 2H), 4.34 (t, J = 7, 2H). 3.16 (s. 
3H), 3.15 (s, 2H), 3.00 (s, 3H), 2.43 (s. 3H), 2.37 (s, 3H), 1.94 (m, 
2H). 1.83 (s. 3H). 1.46 (m, 2H) 




CDCI3 


137 >^T2 


8.27 (m, 1H), 8.05, (d, J = 8. 1H), 7.59-7.52 (m, 2H), 7.30-7.22 (m. 
4H), 7.16 (d, J = 8, 1H). 7.11-6.97 (m. 2H), 4.40 (t. J = 7. 2H), 4.10 
(s. 2H), 3.43 (m, 2H). 3.14 (s 2H1 2 53 ft J = 7 2H1 9 Af> (* 
2.41 (s. 3H). 1.91 (t, J = 7. 2H). 1.82 (s. 3H). 1.47 (m. 2H) 


MeNHOC O 


CDCI3 


no 

138 ^ 


7.92 (d. J = 5. 1H), 7.81-7.84 (m. 2H), 7.67 (t, J = 8. 1H), 7.14- 
7.27 (m, 4H), 7.03 (m, 3H), 4.44 (t. J = 6. 2H). 3.01 (s. 2H), 2.73 
(d. J = 4, 3H). 2.45 (s, 3H). 2.37 (s. 3H), 1.76 (t, J = 6. 2H). 1.62 
(s, 3H). 1.40 (m, 2H) 



%3 0 



item 


'H-NMR (400MHz) S 


NC-J O 

139 ^ 


CDQ 3 

8.04 (d. J = 8, 1H). 7.63 (d. J = 4. 2H), 7.34 (t. J = 4, 1H), 7.30-7.20 
(m. 3H), 7.14 (d, J = 8, 1H), 7.1 1-7.07 (m. 2H). 4.60 (s, 2H), 4.38 (t, J 
= 7. 2H), 3.15 (s. 2H). 2.45 (s. 3H), 2.40 (s. 3H). 1.91 (t. J = 7, 2H), 
1.83 (s, 3H), 1.46 (m,2H) 
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Ic3 1 




! H-NMR (400MHz > 6 


mooo-f o 


)MSO-d6 




.79 (d, J = 8, 1H). 7.53-7.42 (m, 2H), 7.30-7.14 (m, 4H), 7.08 (d, J 
8. 1H). 7.00 (m, 2H). 4.86 (m, 1H), 4.50-4.20 (m, 2H), 3.02 (d. J = 
4, 1H). 2.93 (d. J = 14. 1H). 2.41 (s, 3H), 2.35 (s. 3H). 1.76 (m, 
H). 1 .63 (s. 3H). 1 .40 (m. 2H), 1 .27 (d, J = 7, 3H) 


S3 2 




'H-NMR (400MHz)* 




CDCI 3 


60a 

141 *"-<> 


8.10 (d. J = 8, 1H). 7.62 (t. J = 8, 1H). 732 (d. J = 8, 1H), 7.35 (d, J 
= 8, 1H). 7.18-7.28 (m, 5H), 7.10 (d, J = 8, 1H). 4.92 (m, 1H). 4.55 
(m. 1H), 4.36 (m. 1H). 3.46 (d, J = 13. 1H). 3.37 (d. J = 13. 1H). 
2.46 (s, 3H). 2.42 (s. 3H). 2.22 (m. 1H). 2.03 (m, 1H). 1.51 (d. J = 
8. 3H). 1 .40-1.60 (m.2H) 


HQ|C Y ? 


CDC1 3 


aia 

142 


8.04 (d. J = 8. 1H). 7.58 (t. J = 8. 1H). 7.46 (d. J = 8. 1H). 7.32 (d. J 
= 8. 1H). 7.25 (d. J = 8. 1H). 7.10-7.18 (m. 2H). 6.84 (d. J = 8. 1H). 
4.84 (m, 1H). 4.50 (m, 1H). 4.30 (m. 1H). 3.32 (d, J = 13. 1H). 3.15 
(d. J = 13. 1H). 2.41 (s. 3H). 2.36 (s. 3H). 2.10 (m, 1H). 1.84 (m, 
1H). 1.43-1.53 (m,5H) 


143 "*~-£>° 


CDCI3 

8.10 (d, J = 8. 1H). 7.65 (t. J = 8. 1H). 7.53 (d. J = 8. 1H). 7.39 (d. J 
= 8. 1H). 7.30 (d. J = 2. 1H), 7.22 (d, J = 8. 1H). 7.14 (dd. J = 2. 8. 
1H). 7.01 (d. J = 8, 1H). 4.90 (m. 1H). 437 (m. 1H). 4.38 (m. 1H). 
3.48 (d, J = 13, 1H). 3.40 (d, J = 13. 1H). 2.46 (s. 3H), 2.42 (s. 3H). 
2.18 (m. 1H). 1.95 (m, 1H), 1.40-1.55 (m, 5H) 



72 



WO 97/12872 



PCT/JP96/02880 



S3 3 





rl-rsMK (4UUMHZ ) o 


•44 


CDCI3 

7.96 (d, J = 8. 1H), 7.51-7.44 (m, 2H), 7.24-7.14 (m, 4H), 7.06- 
7.00 (m. 3H), 4.28 (t, J = 7, 2H), 3.92 (t. J = 7. 2H), 3.08 (s, 2H), 
2.36 (s, 3H), 2.30 (s. 3H), 1.86 (t. J = 7, 2H), 1.73 (s, 3H). 1.60 (s, 
6H), 1.40-0.90 (m, 12H), 0.72 (t, J = 7 t 3H) 



$3 4 



' its® 


^H-NMR (400MHz ) 6 


NaOOC-V' O 

,45 ^0 


DMSO-d6 

7.97 (d. J = 8, 1H), 7.61 (d, J = 8. 1H), 7.54 (t, J = 8, 1H), 7.26- 
7.14 (m, 5H), 6.97 (m, 2H), 4.37 (m, 2H), 2.94 (s. 1H), 2.93 (d. J = 
14. 1H). 2.38 (s, 3H). 2.26 (s. 3H), 1.72 (m, 2H), 1.57 (s, 3H), 1.47 
(s, 6H), 1.36 (m, 2H) 
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5t*K R\ R\ R\ R\ R 5 &tfR 6 l4, 5H^K[6]-£ fc!4*8J*fc 9 , ^iVp 

7MfISH\ ->7yl, -hng x 7;yS > Any>e, (g&7 

v/^n7;^mi/I, LTV^Tfc J:^#A^d|f g&g£ 

it:-S (O) p-R 9 (5£* % R 9 14. tK^^-. {£&7/U*/Ug£*:f4:^n 
7/u*A-g£. *LTpf4, 0 ~ 2 <Z>gE&£-t9fe-r 5 0 ) T^^^l, t Ko 

S5rtLT^Tt,ti^/^>y7/^;i'S, IM^tLT^T J t)J:v^/w< 

I5rtLTV^Tt)<tl'^To7y-^7;^/l'I, *sT / T/U^r/US % Ti/^T 
7i/;l'7 5y7/^^I > f£&7/U>r^/Wg, t Ka^->7/U^ 
A'g, T^^dr^T/U^-^S, (*ISS«r ; ttTV>T ; t4v^>'i'/-n>i/T>'U^- 
IMIt : ILT^T j d < J:i ( ^td7!)-;U7^^-/US 1 ^TST^fr 
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A'S* *ST/TAs*=.As& % T*/>VT)\s*-)V^ ^:_w-S (O) q-R 10 

-V-S (O) r-R" R 1 'l±x te»r**/W££fcH:->* 

fc^VMi. R\ R\ R\ R\ R s RlfR*<D?t>(DK\'^mv)&?- o©f 

LTt^Tt>«fcV\, 

5£:- (CH 2 ) t- (B) m- (CH 3 ) n-Z mtt. 0£f-fi 

1^, t&Vnli, *:iV£**T, v 0 6 *T-tf>g&Sr, Bte, {S&T/U^U 
<£^T^^=u^S, iS«7;^=uyI, g&gSrWLT^Tt .fci^T 

V>#/W<^/Ug N 7i/^i, Ti//U7/I^/Ug£ fi5£ : -NR : R S [St^ 
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£WLT^Tt><fc^T!;-/ug, fi&g&WLT^T<b J;^7 V —frT 
E^S?rWtT^Tt>«ti/^-rDTy-^£, g&g£W LTl^Tfc iv^fn 

/^=5r^S, g&g&#LTi^Tt><£v^xnTy— /VT^^g. <£^g& 

'HU g&gfc^TLT^Tt.fc^Tv'/l'T^ /g, g&g£WLTI^Tt><fc^T 
i/^7^7^/H, 5t:-S (O) s- (X) u-R ,s R ,2 Ji, 7k 

l±, 0~2?>g&& % ^LTufiO^fcfil <7)ic^^*-r5 0 ) T*^£*i,5g. 

^ryr/^^s, rwi^r/u^g, nr^vug, 

^ n T A** JUT /U* /Ug£ f- {± N{i#{£i&7 /^/I'StEi £ *LT V ^ *> J; 1/ ^ 

T/u*/ug x TU-/wS*ycttTy-/i'T^df/wS$rE'*-r5o ) T'^£ii5g 

T^Tt>J;v> 0 ] T*^£ix5g£j§:9fc-f 5o ) T-^£iT,5g£lci*-f -So 

(Bt, R\ R\ R\ R\ R s &l5R e #, SVMwI^-^^ittffiS^^, 

Yi\ ^:-(CH : )t-Z W2 V 1 ^e^SicT-fo'?. ri>oZli, St : 

-NR'R" [it*. R'&tfR 8 !*, ZVMC[5]-*fclitB&&'9, ZtiZti. TkHi 
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2. S;(I)-e«SiX, it*, R\ R\ R\ R\ R'RTfR'tiK S^fcH 
fcliAD^ffe^ SC:-(CH,)t-Z (St«K t tt. ]-6©i 

ZMti^ *MC? % ttR7/u**I, LTi^Tfc £1^7 

t> <fc V^r- D7!) £ fcttg&g^ LT^T *> Jt v^-r n T !/ -/W7/l^ 
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7. R'&tfR 2 ^, *^^^^£T-*>>9. ^OYi!, 5t: - (CH 2 ) t-Z 
{St^K til, 1 ~ 3 (D&&T'h Y) s a>OZW\ ^:-NR ; R ! R 7 

9. R\ R 5 M R 6 ©H©'M<H-o^ LTi^Ttxfc 

1 0. 5£ : - (CH 2 ) t- (B) m- (CH : ) n-Z {it*. B. m, 

n&tf t Ji x mtt$k(Dm'9T'&><9 s =t LtZlt, ^ : - NR 7 R S [it*, R : 
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13. R'SOtR'is, ftl^fyultfc^ R 4 (SSIS^WLT^T^ 
^T^>J:^*/u^^i/Tyu^/i-ST'fc«9, ^o, Y^, 5t : - (CH 2 ) t-Z 

T y -/UT /U* lig&£ & W LT V >T t> i V n T V -yUT /W* 

1 4. R'&tfR'j^ ^l^f^T-fc^ R 4 AK &mmZGLT\<^Xi>£ 
it : - (CH 2 ) ,-Z {5»C<P, Zli, ^ : — N R 7 R 8 [S^ R 7 ft, jfcfc/gC?- 

Sfcli^f/uiffc^ Ti-oR 8 li, E&g£#LT^Tt>«fci^7y-/i'7/i'* 
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£^*/l>#*i//3-,umT~h<0 . a>o, Y#, (CH 2 ) 3 -Z {SC^, Z 

14, 5t:-NR 7 R 8 [it^ R ' {ix *fjfJ^£fcli^/UST'fc'K ^OR 8 li x 

1-6. a*«i kse*©t* v b'^mt&toiitztezvmm^m^mztis 
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